(FILE 'HOME' ENTERED AT 16:57:29 ON 26 OCT 2010) 



FILE 'REGISTRY' ENTERED AT 16:57:42 ON 26 OCT 2010 

LI STRUCTURE UPLOADED 

L2 50 S LI 

L3 1177 S LI SSS FULL 

L4 STRUCTURE UPLOADED 

L5 3 S L4 

L6 55 S L4 SUB=L3 FULL 

L7 STRUCTURE UPLOADED 

L8 24 S L7 

L9 327 S L7 SUB=L3 FULL 

L10 1122 S L3 NOT L6 

Lll 795 S L10 NOT L9 

FILE 'HCAPLUS' ENTERED AT 17:05:04 ON 26 OCT 2010 

L12 88 S Lll 

L13 63 S L12 AND (PY<2004 OR AY<2004 OR PRY<2004) 

FILE 'REGISTRY' ENTERED AT 17:29:46 ON 26 OCT 2010 

LI 4 STRUCTURE UPLOADED 

L15 2 S L14 

L16 27 S L14 SSS FULL 

FILE 'HCAPLUS' ENTERED AT 17:30:58 ON 26 OCT 2010 

L17 7 S L16 

L18 2 S L17 AND (PY<2004 OR AY<2004 OR PRY<2004) 



FILE 'HOME' ENTERED AT 16:57:29 ON 26 OCT 2010 



=> file reg 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
0.22 



TOTAL 
SESSION 
0.22 



FULL ESTIMATED COST 



FILE 'REGISTRY' ENTERED AT 16:57:42 ON 26 OCT 2010 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2010 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 25 OCT 2010 HIGHEST RN 1246995-10-7 
DICTIONARY FILE UPDATES: 25 OCT 2010 HIGHEST RN 1246995-10-7 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH June 26, 2010. 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : / /www. cas . org/ support/stngen/stndoc/properties . html 



Uploading C : \Program Files \STNEXP\Queries\ 1052 40 48claimlpyr an . str 




chain nodes : 

7 8 9 12 14 15 16 17 18 19 23 

37 42 43 45 46 48 

ring nodes : 

1 2 3 4 5 6 

chain bonds : 

1-42 2-45 3-7 5-25 6-8 7-46 8-23 ! 
25-26 

27-29 27-30 27-32 33-34 33-35 36-37 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 
exact/norm bonds : 

1-2 1-6 1-42 2-3 2-45 3-4 4-5 5-6 
18-19 25-26 27-29 27-30 27-32 33-34 
exact bonds : 

3-7 7-46 16-18 33-35 36-37 



25 26 27 29 30 32 33 34 35 36 

)-12 9-14 14-15 16-17 16-18 18-19 
42-43 46-48 

5-25 6-8 8-23 9-12 9-14 14-15 16-17 
42-43 46-48 



G1:C,S,P 



G2:0,S,N 
G3:C,S,N 



G5:0, S 
G6:C,H 

G7:Cy, [*3] , [*4] , [*5] 

G8:0,N 

G9:H,G7 

6: Atom 7: CLASS 8: CLASS 9: CLASS 12: CLASS 
18:CLASS 19:CLASS 23:CLASS 25:CLASS 

34:CLASS 35:CLASS 36:CLASS 37:CLASS 



Match level : 
l:Atom 2: Atom 3:i 
14:CLASS 15:CLASS 
26:CLASS 27:CLASS 
29:CLASS 30:CLASS 
42:CLASS 43:CLASS 
45:CLASS 46:CLASS 



:om 4: Atom 5: Atom 
16:CLASS 17:CLASS 

32:CLASS 33:CLASS 

48 :CLASS 



LI STRUCTURE UPLOADED 

=> s 11 

SAMPLE SEARCH INITIATED 16:58:01 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 3508 TO ITERATE 

100.0% PROCESSED 3508 ITERATIONS 50 ANSWERS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 0 0.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 
BATCH **COMPLETE** 
PROJECTED ITERATIONS: 66608 TO 73712 

PROJECTED ANSWERS: 817 TO 1783 

L2 50 SEA SSS SAM LI 

=> d 12 scan 

L2 50 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 
IN D-Glucopyranoside, 2-naphthalenylmethyl 

2- [ [3- [ (aminoiminomethyl) amino] -1-oxopropyl] amino] -2-deoxy-6-0-methyl-3- 

(phenylmethyl ) - 
MF C29 H36 N4 06 



Absolute stereochemistry. 



/OMe 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):2 

L2 50 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN D-Allopyranoside, methyl 2- [ [3- [ (aminoiminomethyl) amino] -1- 

oxopropyl ] amino] -3 , 6-bis-O- I ( 4-chlorophenyl ) methyl ] -2-deoxy-l-thio- 
MF C25 H32 C12 N4 05 S 

Absolute stereochemistry. 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L2 50 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN Phosphonic acid, [2- [ [6-0- [ 2-deoxy-3-0- [ (3R) -3-methoxydecyl ] -6-0-methyl-2- 
[ [ ( 11Z) -1-oxo-ll-octadecenyl] amino] -4-O-phosphono-p-D-glucopyranosyl ] - 
2 , 3-di-O-dodecyl-a-D-glucopyranosyl] oxy] ethyl ] - ( 9CI ) 

MF C68 H133 N 018 P2 



Absolute stereochemistry. 
Double bond geometry as shown. 



MeO 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):2 

L2 50 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 
IN a-D-Glucopyranoside, hexadecyl 

2-deoxy-2- [ ( l-oxo-4-penten-l-yl )aminoJ-3,4-bis-0- (phenylmethyl ) - 
MF C41 H63 N 06 

Absolute stereochemistry. Rotation ( + ) . 



/ (CH2)15 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L2 50 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 
IN a-D-Glucopyranoside, 2-naphthalenylmethyl 

2- [ ( 4-amino-l-oxobutyl ) amino] -3-0- [ ( 4-chlorophenyl ) methyl ] -2-deoxy-6-0- 

methyl- 
MF C29 H35 CI N2 06 



Absolute stereochemistry. 



^OMe 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):0 
=> s 11 sss full 

FULL SEARCH INITIATED 16:58:25 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 70954 TO ITERATE 



100.0% PROCESSED 70954 ITERATIONS 
SEARCH TIME: 0 0.00.01 

L3 1177 SEA SSS FUL LI 



1177 ANSWERS 



=> log hold 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 191.54 191.76 

SESSION WILL BE HELD FOR 120 MINUTES 
STN INTERNATIONAL SESSION SUSPENDED AT 16:58:29 ON 26 OCT 2010 

Connecting via Winsock to STN 



Welcome to STN International! Enter x:X 

LOG IN ID : SSPTAEX01623 

PASSWORD: 

****** RECONNECTED TO STN INTERNATIONAL ****** 
SESSION RESUMED IN FILE 'REGISTRY' AT 16:59:14 ON 26 OCT 2010 
FILE 'REGISTRY' ENTERED AT 16:59:14 ON 26 OCT 2010 
COPYRIGHT (C) 2010 American Chemical Society (ACS) 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 191.54 191.76 



Uploading C: \Program Files\STNEXP\Queries\1052 404 8claimlnotl . str 




chain nodes : 

7 8 9 12 14 15 16 17 18 19 23 25 26 27 29 30 32 33 34 35 36 

37 42 43 45 46 48 49 

ring nodes : 

1 2 3 4 5 6 

chain bonds : 

1-42 2-45 3-7 5-25 6-8 7-46 8-23 9-12 9-14 14-15 16-17 16-18 18-19 
25-26 

27-29 27-30 27-32 33-34 33-35 36-37 42-43 45-49 46-48 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 
exact/norm bonds : 

1-2 1-6 1-42 2-3 2-45 3-4 4-5 5-6 5-25 6-8 8-23 9-12 9-14 14-15 16-17 
18-19 25-26 27-29 27-30 27-32 33-34 42-43 
exact bonds : 

3-7 7-46 16-18 33-35 36-37 45-49 46-48 



G1:C,S,P 



G2:0,S,N 



G3:C,S,N 



G5:0, S 
G6:C,H 

G7:Cy, [*3] , [*4] , [*5] 

G8:0,N 

G9:H,G7 

6: Atom 7: CLASS 8: CLASS 9: CLASS 12: CLASS 
18:CLASS 19:CLASS 23:CLASS 25:CLASS 

34:CLASS 35:CLASS 36:CLASS 37:CLASS 



Match level : 
l:Atom 2: Atom 3:i 
14:CLASS 15:CLASS 
26:CLASS 27:CLASS 
29:CLASS 30:CLASS 
42:CLASS 43:CLASS 
45:CLASS 46:CLASS 



:om 4: Atom 5: Atom 
16:CLASS 17:CLASS 

32:CLASS 33:CLASS 

48:CLASS 49:CLASS 



L4 STRUCTURE UPLOADED 

=> s 14 

SAMPLE SEARCH INITIATED 16:59:36 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 3441 TO ITERATE 

100.0% PROCESSED 3441 ITERATIONS 3 ANSWERS 

SEARCH TIME: 0 0.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 
BATCH **COMPLETE** 
PROJECTED ITERATIONS: 65302 TO 72338 

PROJECTED ANSWERS: 3 TO 163 

L5 3 SEA SSS SAM L4 

=> d 15 scan 

L5 3 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN p-D-Glucopyranoside, octyl 2-deoxy-3-0-p-D-galactopyranosyl-2- 

[ (1-oxobutyl) amino] - 
MF C24 H45 N Oil 



Absolute stereochemistry. 



)H OH 



HO' 




(CH 2 )7 



) 7 0 Pr-n OH 



. OH 



'OH 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):2 

L5 3 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN a-D-Glucopyranoside, 2-propen-l-yl 

2-deoxy-3-0- ( 6-deoxy-a-L-galactopyranosyl ) -2- [ [ [ ( 2-deoxy-l-0-2- 
propen-l-yl-a-D-glucopyranos-2-yl ) amino] carbonyl] amino] - 

MF C25 H42 N2 015 

Absolute stereochemistry. Rotation (+) . 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L5 3 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN p-Normuramic acid, N- ( 2 , 2-dimethyl-l-oxopropyl ) -l-O- ( 2- 

naphthalenylmethyl) - (9CI) 
MF C24 H31 N 08 

Absolute stereochemistry. 




OH 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



ALL ANSWERS HAVE BEEN SCANNED 



=> s 14 sub=13 

ENTER SUBSET SEARCH SCOPE - SAMPLE, FULL, RANGE, OR (END): full 
FULL SUBSET SEARCH INITIATED 17:00:01 FILE 'REGISTRY' 
FULL SUBSET SCREEN SEARCH COMPLETED - 1177 TO ITERATE 



100.0% PROCESSED 1177 ITERATIONS 

SEARCH TIME: 0 0.00.01 

L6 55 SEA SUB=L3 SSS FUL L4 



55 ANSWERS 



=> log hold 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 237.53 237.75 

SESSION WILL BE HELD FOR 120 MINUTES 
STN INTERNATIONAL SESSION SUSPENDED AT 17:00:05 ON 26 OCT 2010 

Connecting via Winsock to STN 



Welcome to STN International! Enter x:X 

LOGINID:SSPTAEX01623 

PASSWORD: 

****** RECONNECTED TO STN INTERNATIONAL ****** 
SESSION RESUMED IN FILE 'REGISTRY' AT 17:02:49 ON 26 OCT 2010 
FILE 'REGISTRY' ENTERED AT 17:02:49 ON 26 OCT 2010 
COPYRIGHT (C) 2010 American Chemical Society (ACS)s 



COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 238.02 238.24 



Uploading 

SUPLOAD IS NOT A RECOGNIZED COMMAND 

The previous command name entered was not recognized by the system. 
For a list of commands available to you in the current file, enter 
"HELP COMMANDS" at an arrow prompt (=>) . 

C: \Program Files\STNEXP\Queries\10524048claimlnot2 . str 
L7 STRUCTURE UPLOADED 

=> s 17 

SAMPLE SEARCH INITIATED 17:03:09 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 3508 TO ITERATE 

100.0% PROCESSED 3508 ITERATIONS 24 ANSWERS 

SEARCH TIME: 0 0.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 
BATCH **COMPLETE** 
PROJECTED ITERATIONS: 66608 TO 73712 

PROJECTED ANSWERS: 187 TO 773 

L8 24 SEA SSS SAM L7 

=> s 17 sub=13 

ENTER SUBSET SEARCH SCOPE - SAMPLE, FULL, RANGE, OR (END): full 
FULL SUBSET SEARCH INITIATED 17:03:22 FILE 'REGISTRY' 
FULL SUBSET SCREEN SEARCH COMPLETED - 1177 TO ITERATE 

100.0% PROCESSED 1177 ITERATIONS 327 ANSWERS 

SEARCH TIME: 0 0.00.01 

L9 327 SEA SUB=L3 SSS FUL L7 



(FILE 'HOME' ENTERED AT 16:57:29 ON 26 OCT 2010) 

FILE 'REGISTRY' ENTERED AT 16:57:42 ON 26 OCT 2010 

LI STRUCTURE UPLOADED 

L2 50 S LI 

L3 1177 S LI SSS FULL 

L4 STRUCTURE UPLOADED 

L5 3 S L4 

L6 55 S L4 SUB=L3 FULL 

L7 STRUCTURE UPLOADED 

L8 24 S L7 

L9 327 S L7 SUB=L3 FULL 

=> 13 not 16 

L3 IS NOT A RECOGNIZED COMMAND 

The previous command name entered was not recognized by the system. 
For a list of commands available to you in the current file, enter 
"HELP COMMANDS" at an arrow prompt (=>) . 

=> s 13 not 16 

L10 1122 L3 NOT L6 



=> s 110 not 19 

Lll 795 L10 NOT L9 



=> d 111 scan 



Lll 795 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN p-D-Allopyranoside, methyl 2- [ [3- [ (aminoiminomethyl ) amino] -1- 

oxopropyl] amino] -3-0- [ ( 4-chlorophenyl ) methyl ] -2-deoxy-6-0- (phenylmethyl ) -1- 

thio- 

MF C25 H33 CI N4 05 S 
Absolute stereochemistry. 




**PR0PERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :3 

Lll 795 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 
IN INDEX NAME NOT YET ASSIGNED 
MF C69 H135 N2 015 P 

Absolute stereochemistry. 

/(CH 2 )10 S /CX / Me 




*PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



Lll 795 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 
IN a-D-Glucopyranoside, methyl 3-0- [ (3-aminophenyl ) methyl ] -2- [ ( 3- 
carboxy-l-oxopropyl) amino] -2-deoxy-6-0- (phenylmethyl) - (9CI ) 



MF C25 H32 N2 08 
Absolute stereochemistry. 




OMe 

**PR0PERTY DATA AVAILABLE IN THE 'PROP' FORMAT* * 

Lll 795 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN D-Allopyranoside, 2-phenylethyl 2- [ ( 4-amino-l-oxobutyl ) amino ] -3-0- ( [ 1 , 1 ' - 

biphenyl] -4-ylmethyl) -2-deoxy-6-0-methyl- 
MF C32 H40 N2 06 

Absolute stereochemistry. 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (l):log hold 
'LOG HOLD' IS NOT VALID HERE 

To display more answers, enter the number of answers you would like to 
see. To end the display, enter "NONE", "N" , "0", or "END". 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):0 
=> log hold 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 284.50 284.72 

SESSION WILL BE HELD FOR 120 MINUTES 
STN INTERNATIONAL SESSION SUSPENDED AT 17:03:58 ON 26 OCT 2010 

Connecting via Winsock to STN 



Welcome to STN International! Enter x:X 



LOGINID:SSPTAEX01623 



PASSWORD: 

****** RECONNECTED TO STN INTERNATIONAL ****** 
SESSION RESUMED IN FILE 'REGISTRY' AT 17:04:52 ON 26 OCT 2010 
FILE 'REGISTRY' ENTERED AT 17:04:52 ON 26 OCT 2010 
COPYRIGHT (C) 2010 American Chemical Society (ACS) 



COST IN U.S. DOLLARS 
FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
284.50 284.72 



=> file hcaplus 
COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
284.50 284.72 



FILE 'HCAPLUS' ENTERED AT 17:05:04 ON 26 OCT 2010 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2010 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 26 Oct 2010 VOL 153 ISS 18 

FILE LAST UPDATED: 25 Oct 2010 (20101025/ED) 

REVISED CLASS FIELDS (/NCL) LAST RELOADED: Aug 2010 

USPTO MANUAL OF CLASSIFICATIONS THESAURUS ISSUE DATE: Aug 2010 

HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the third quarter of 2010. 

CAS Information Use Policies apply and are available at: 



http: //www. cas . org/ legal /infopol icy . html 



This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> s 111 

L12 88 Lll 

=> s 112 and (PY<2004 or AY<2004 or PRY<2004) 
24051845 PY<2004 

4836470 AY<2004 

4310700 PRY<2004 
L13 63 L12 AND (PY<2004 OR AY<2004 OR PRY<2004) 

=> d 13 1-63 ti abs bib hitstr 

YOU HAVE REQUESTED DATA FROM FILE 'REGISTRY' - CONTINUE? (Y)/N:n 



=> d 113 1-63 ti abs bib hitstr 

L13 ANSWER 1 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Reagents and methods for preparing lipopolysacchar ides antagonist B1287 
and stereoisomers thereof for treatment of various forms of septic shock 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The present invention provides methods for preparing lipopolysaccharides 
(LPS) antagonist lipo-disaccharide B1287 and stereoisomers thereof, which 
compds . are useful as in the prophylactic and affirmative treatment of 
endotoxemia including sepsis, septicemia and various forms of septic shock 
(no biol. data). Also provided are synthetic intermediates useful for 
implementing the inventive methods. Thus, lipo-disaccharide B1287 I was 
prepared for treatment of various forms of septic shock. 

AN 2004:718552 HCAPLUS <<LOGINID : : 2 0 1 0 1 0 2 6>> 

DN 141:225771 

TI Reagents and methods for preparing lipopolysaccharides antagonist B1287 
and stereoisomers thereof for treatment of various forms of septic shock 

IN Fan, Rulin 

PA Eisai Co, Ltd., Japan 

SO PCT Int. Appl., 175 pp. 
CODEN: PIXXD2 

DT Patent 

LA English 

FAN.CNT 1 



PATENT 


NO. 




KIND 


DATE 






APPLICATION 


NO. 






DATE 




WO 


2004074303 




A2 




20040902 




WO 


2004- 


-US4921 






20040218 <— 


WO 


2004074303 




A3 




20041229 






















W: 


AE, AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB 


, BG, 


BR, 


BW, 


BY, 


BZ 


, CA, 


CH, 






CN, CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ 


, EC, 


EE, 


EG, 


ES, 


FI 


, GB, 


GD, 






GE, GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS 


, JP, 


KE, 


KG, 


KP, 


KR 


, KZ, 


LC, 






LK, LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD , 


MG 


, MK, 


MN, 


MW, 


MX, 


MZ 


, NA, 


NI 




RW: 


: BW, GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL 


, SZ, 


TZ, 


UG, 


ZM, 


ZW 


, AT, 


BE, 






BG, CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI 


, FR, 


GB, 


GR, 


HU, 


IE 


, IT, 


LU, 






MC, NL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF 


, BJ, 


CF, 


CG, 


CI, 


CM 


, GA, 


GN, 






GQ, GW, 


ML, 


MR, 


ME, 


SN, 


TD, 


TG 


















JP 


2006518394 




T 




20060810 




JP 


2006- 


-503710 






20040218 <— 


us 


20060160999 




Al 




20060720 




US 


2005- 


-546132 






20051212 <— 



PRAI US 2003-448839P P 20030220 < — 

WO 2004-US4921 W 20040218 

ASSIGNMENT HISTORY FOR US PATENT AVAILABLE IN LSUS DISPLAY FORMAT 

OS CASREACT 141:225771; MARPAT 141:225771 

IT 748165-17-5P 

RL: IMF (Industrial manufacture); RCT (Reactant); SPN (Synthetic 
preparation); PREP (Preparation); RACT (Reactant or reagent) 

(reagents and methods for preparing lipopolysaccharides antagonist b and 
stereoisomers thereof for treatment of various forms of septic shock) 

RN 748165-17-5 HCAPLUS 

CN a-D-Glucopyranoside, ( 1Z ) -1-propen-l-yl 

2-deoxy-3-0- [ (3R) -3-methoxydecyl ] -6-0-methyl-2- [ [ (11Z) -1-oxo-l 1-octadecen- 
1-yl] amino]- (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




OSC.G 2 THERE ARE 2 CAPLUS RECORDS THAT CITE THIS RECORD (3 CITINGS) 

RE.CNT 1 THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L13 ANSWER 2 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Preparation of lipid A analogs having glucose as the right-side sugar 
GI 




AB Compds . represented by the general formula (I) or pharmacol. acceptable 
salts thereof [wherein Q is oxygen, Cl-3 alkylene, -O-Alk-, or -O-Alk-O- 
(wherein Alk is Cl-3 alkylene) ; Rl, R2, and R4 are each independently 
hydrogen, or each optionally substituted Cl-20 alkyl, C2-20 alkenyl, C2-20 
alkynyl, Cl-20 alkanoyl, C3-20 alkenoyl, or C3-20 alkynoyl; R3 is each 
optionally substituted Cl-20 alkanoyl, C3-20 alkenoyl, or C3-20 alkynoyl; 
and R5 is hydrogen, halogeno, hydroxyl, or each optionally oxo-substituted 



Cl-6 alkoxy, C2-6 alkenyloxy, or C2-6 alkynyloxy] are prepared These 
compds . possess excellent macrophage activation-inhibitory activity and 
are useful as preventives or remedies for inflammations, autoimmune 
diseases, and septicemia or as immunosuppressants and improvers after 
coronary artery bypass surgery. Thus, glycosidation of 

2-deoxy-4-0-diallylphosphono-3-0- [ (R) -3-methoxydecyl ] -6-0-methyl-2- [ (2,2,2- 
trichloroethoxycarbonyl ) amino] -D-glucopyranosyl trichloroacetimidate with 
2- [ (diallylphosphono) oxy] ethyl 3-0-dodecyl-2-0- [ (R) -3-hydroxytetradecyl ] - 
a-D-glucopyranoside in the presence of trimethylsilyl triflate, 
AgOTf, and mol. sieve 4A in CH2C12 at room temperature overnight gave 

2- [ (diallylphosphono) oxy] ethyl 6-0- [ 2-deoxy-4-0-diallylphosphono-3-0- [ (R) - 

3- methoxydecyl] -6-0-methyl-2- [ (2,2, 2-trichloroethoxycarbonyl ) amino] -(3- 
D-glucopyranosyl ] -3-0-dodecyl-2-0- [ (R) -3-hydroxytetradecyl ] -a-D- 
glucopyranoside which was treated with Zn powder in a solution of AcOH in THF 
at room temperature for 4 h, amidated with cis-vaccenoyl chloride at room 

temperature 

for 2 h, and then underwent deprotection of allyl group by treatment with 
HC02H in the presence of Pd(PPh3)4 and Et3N in th at 54° for 20 h 
to give, after purification using a DEAE cellulose column, 

2- (phosphonooxy ) ethyl 6-0- [ 2-deoxy-4-0-phosphono-3-0- [ (R) -3-methoxydecyl] - 
6-0-methyl-2- [ (Z) -11-octadecenoylamino] -p-D-glucopyr anosyl ] -3-0- 
dodecyl-2-0- [ (R) -3-hydroxytetradecyl] -a-D-glucopyranoside (II) . II 
in vitro inhibited the production of TNF-a in human whole blood after 
stimulation by lipopolysaccharide with IC50 of 0.019 nM. 

AN 2004:566631 HCAPLUS <<L0GINID: : 20101026>> 

DN 141:123863 

TI Preparation of lipid A analogs having glucose as the right-side sugar 
IN Shiozaki, Masao; Shimozato, Takaichi 

PA Sankyo Company, Limited, Japan; Watanabe, Yukiko; Mochizuki, Takashi 
SO PCT Int. Appl., 211 pp. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of lipid A analogs having glucose as right-side sugar a; 
preventives or remedies for inflammations, autoimmune diseases, and 
septicemia) 
721455-39-6 HCAPLUS 

a-D-Glucopyranoside, 2- (phosphonooxy) ethyl 



6-0- [2-deoxy-3-0- [ (3R) -3-methoxydecyl ] -2- [ [ ( 1 1Z ) -1-oxo-l 1-octadecen-l- 
yl] amino] -4-0-phosphono-p-D-glucopyranosyl ] -2 , 3-di-0-dodecyl- (CA 
INDEX NAME ) 

Absolute stereochemistry. 
Double bond geometry as shown. 



HO^ 




RN 721455-40-9 HCAPLUS 

CN a-D-Glucopyranoside, 2- (phosphonooxy ) ethyl 

6-0- [2-deoxy-3-0- [ (3R) -3-hydroxydecyl ] -2- [ [ ( 1 1Z ) -1-oxo-l 1-octadecen-l- 
yl] amino] -4-0-phosphono-p-D-glucopyranosyl ] -2, 3-di-0-dodecyl- (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RE.CNT 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS RECORD 
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L13 ANSWER 3 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Tetrahydropyran compounds that interact with G protein-coupled receptors 
(GPCRs) 

GI 



R4x XR2 
XR3 



AB The invention discloses a method of inhibiting or effecting the activity 

of a GPCR which comprises contacting a GPCR with a compound I [Z = S, 0, NRA 
(RA = R1-R5, Cl-15 acyl, etc.); X = 0, NRA; R1-R5 = H, Cl-12 alkyl, C4-15 
aryl, etc.; with provisos; ring may be of any configuration], or a 
pharmaceutically acceptable salt thereof. Libraries of compds . of the 
invention were tested for activity in assays using melanocortin and 
somatostatin receptors. 

AN 2004:333585 HCAPLUS <<L0GINID: : 20101026>> 

DN 140:350624 

TI Tetrahydropyran compounds that interact with G protein-coupled receptors 
(GPCRs) 

IN Meutermans, Wim; Thanh, Giang Le; Abbenante, Giovani; Tometzki, Gerald; 

Halliday, Judy; Zeugg, Johannes 
PA Alchemia Pty. Ltd., Australia 
SO PCT Int. Appl., 62 pp. 
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ASSIGNMENT HISTORY FOR US PATENT AVAILABLE IN LSUS DISPLAY FORMAT 
OS MARPAT 140:350624 
IT 681150-90-3 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 



(Biological study); USES (Uses) 

(202tetrahydropyran compds . that interact with G protein-coupled 
receptors) 
RN 681150-90-3 HCAPLUS 

CN D-Allopyranoside, 2-naphthalenylmethyl 

2- [ (3-amino-l-oxopropyl) amino] -2-deoxy-3-0- (2-naphthalenylmethyl) -6-0- 
(phenylmethyl) - (CA INDEX NAME) 
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TI Preparation of 1-carboxymethyl analogs of glucosyl lipid A as macrophage 
activation inhibitors 

GI 



AB The title compds. I [R is (HO)2(0)P; Rl is hydrogen, Cl-20 alkyl, C2-20 
alkenyl, C2-20 alkynyl, or the like; R2 and R4 are each independently, 
hydrogen, Cl-20 alkyl, C2-20 alkenyl, C2-20 alkynyl, Cl-20 alkanoyl, C3-2 
alkenoyl, C3-20 alkynoyl, or the like; R3 is Cl-20 alkanoyl, C3-20 
alkenoyl, C3-20 alkynoyl, or the like; and R5 is hydrogen, halogeno, 
hydroxyl, Cl-6 alkoxy, C2-6 alkenyloxy, C2-6 alkynyloxy, or the like] are 
prepared In an in vitro test using human blood and lipopolysaccharide, 
compds. of this invention showed IC50 values of 4.8 nM to 24 nM against 
TNFa production 

AN 2003:1006997 HCAPLUS <<LOGINID : : 20101026>> 

DN 140:59901 

TI Preparation of 1-carboxymethyl analogs of glucosyl lipid A as macrophage 

activation inhibitors 
IN Shiozaki, Masao; Mochizuki, Takashi; Watanabe, Yukiko; Shimozato, Takaich 
PA Sankyo Company, Limited, Japan 
SO PCT Int. Appl., 151 pp. 

CODEN: PIXXD2 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 
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AU 2003242470 Al 20031231 AU 2003-242470 20030618 <— 

PRAI JP 2002-176511 A 20020618 < — 

WO 2003-JP7748 W 20030618 < — 

OS MARPAT 140:59901 
IT 637354-63-3P 637354-65-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 

(Uses) 

(preparation of 1-carboxymethyl analogs of glucosyl lipid A as macrophage 
activation inhibitors) 
RN 637354-63-3 HCAPLUS 

CN Acetic acid, [[ 6-0- [ 2-deoxy-3-0- [ (3R) -3-methoxydecyl ] -2- [[( 1 1Z ) -1-oxo-l 1- 
octadecenyl ] amino] -4-O-phosphono-p-D-glucopyr anosyl ] -3-0-dodecyl-2-0- 
tetradecyl-a-D-glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 637354-65-5 HCAPLUS 

CN Acetic acid, [[ 6-0- [ 2-deoxy-3-0- [( 3R) -3-hydroxydecyl ] -2- [[( 1 1Z ) -1-oxo-l 1- 
octadecenyl ] amino] -4-O-phosphono-p-D-glucopyr anosyl ] -3-0-dodecyl-2-0- 
tetradecyl-a-D-glucopyr anosyl] oxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RE. CNT 7 THERE ARE 7 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L13 ANSWER 5 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 
TI Synthesis of p-D-Galp- ( l->4 ) -p-D-GlcpNAc- ( l->2 ) - 

a-D-Manp- (l->0) (CH2) 7CH3 mimics to explore the substrate 

specificity of sialytransf erases and trans-sialidases 
AB Eleven trisaccharide octyl glycosides related to the N-glycan sequence 

P-D-Galp- ( l->4 ) -p-D-GlcpNAc- ( l->2 ) -a-D-Manp- 

( l->0) (CH2 ) 7CH3 designed for detailed exploration of the acceptor 

specificity of a-2,3- and a-2 , 6-sialyltransf erases as well as 

trans-sialidases, have been synthesized: 

P-D-Galp- ( l->4 ) -p-D-GlcpNPr- ( l->2 ) -a-D-Manp- 

(l->0)-(CH2) 7CH3, p-D-Fucp-(1^4)-p-D-GlcpNR- 

(l->2) -a-D-Manp- (l->0) - (CH2) 7CH3 (R = Ac or Pr), 

6-amino-6-deoxy-p-D-Galp- ( l->4 ) -p-D-GlcpNR- ( l->2 ) - 

a-D-Manp- (l->0) - (CH2) 7CH3 (R = Ac or Pr), 

2-deoxy-p-D-Galp- ( l->4 ) -p-D-GlcpNR 

(1^2) -a-D-Manp- (l->0) - (CH2) 7CH3 (R = Ac or Pr), 

p-D-GalpNRl- ( l->4 ) -p-D-GlcpNR- ( l->2 ) -a-D-Manp- 

( l->0) - (CH2 ) 7CH3 (R = Rl = Ac or Pr; R = Ac and Rl = Pr; or R = Pr, 
Rl = Ac) . All trisaccharides were obtained by condensation of suitably 
modified glycosyl donors based on imidates or thioglycosides with the 
single disaccharide acceptor octyl 

(3 , 6-di-0-benzyl-2-deoxy-2-phthalimido-p-D-glucopyranosyl) - 
(l->2) -3, 4, 6-tri-O-benzyl-a-D-mannopyranoside, followed by 

deprotection . For the trisaccharides containing an N-acylated glucosamine as 
well as an N-acylated galactosamine unit, use was made of a combination of 
N-phthaloyl and N-dimethylmaleoyl protection. 

AN 2003:786720 HCAPLUS <<L0GINID: : 20101026>> 

DN 140:16890 

TI Synthesis of p-D-Galp- ( l->4 ) -p-D-GlcpNAc- ( l->2 ) - 

a-D-Manp- (l->0) (CH2) 7CH3 mimics to explore the substrate 

specificity of sialytransf erases and trans-sialidases 
AU Joosten, John A. F . ; Evers, Britta; van Summeren, Ruben P.; Kamerling, 

Johannis P.; Vliegenthart , Johannes F. G. 
CS Bijvoet Center, Department of Bio-Organic Chemistry, Section of 

Glycoscience and Biocatalysis, Utrecht University, Utrecht, 3584 CH, Neth. 
SO European Journal of Organic Chemistry (2003), (18), 3569-3586 

CODEN: EJOCFK; ISSN: 1434-193X 
PB Wiley-VCH Verlag GmbH & Co. KG a A 
DT Journal 
LA English 
OS CASREACT 140:16890 

IT 629620-15-1P 629620-20-8P 629620-27-5P 
629620-28-6P 629620-33-3P 629620-34-4P 
629620-35-5P 629620-49-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis of p-D-Galp- ( l-»4 ) -p-D-GlcpNAc- ( l->2 ) - 

a-D-Manp- (l->0) - (CH2) 7CH3 oligosaccharides for use as 

substrate specific mimics of sialytransf erases and trans-sialidases) 
RN 629620-15-1 HCAPLUS 

CN a-D-Mannopyranoside, octyl 0-2, 3, 4, 6-tetra-O-acetyl-p-D- 

galactopyranosyl- (l->4) -0-2-deoxy-2- [ ( 1-oxopropyl ) amino] -3, 6-bis-O- 
(phenylmethyl) -p-D-glucopyranosyl- ( l->2 ) -3 , 4, 6-tris-O- 
(phenylmethyl) - (CA INDEX NAME) 
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TI 1-Carboxymethyl lipid A analogs as antiinflammatory and immunosuppressant 



agents 

GI 




TI 



1-Carboxymethyl lipid A analogs (I; Rl, R3 = C1-C20 alkanoyl; R2, R4 = 
C1-C20 alkyl, alkanoyl; R5 = H, halogen, OH, alkoxy, etc.) and their 
Pharmacol, acceptable salts and esters are claimed as antiinflammatory and 
immunosuppressant agents by inhibiting macrophage activity and are useful 
for treatment of autoimmune diseases and septicemia. 
2003:481792 HCAPLUS <<LOGINID: : 20101026>> 
139:47149 

1-Carboxymethyl lipid A analogs as antiinflammatory and immunosuppressant 
agents 

Masao 



IN Kazama, Yukiko; Shiozaki, 
PA Sankyo Co., Ltd., Japan 
SO Jpn. Kokai Tokkyo Koho, 98 pp. 

CODEN: JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE 



APPLICATION NO. 



DATE 



20030624 
20011003 



JP 2002-276597 



20020924 



366805-00-7P 



PI JP 2003176229 
PRAI JP 2001-307421 
OS MARPAT 139:47149 
IT 366804-98-0P 366804-99-1P 
366805-01-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

( 1-carboxymethyl lipid A analogs as antiinflammatory and 
immunosuppressant agents) 
RN 366804-98-0 HCAPLUS 

CN Acetic acid, [ [6-0- [2- (acetylamino) -2-deoxy-3-0- [ (3R) -3- 

(dodecyloxy ) tetradecyl ] -4-O-phosphono-p-D-glucopyr anosyl ] -2-deoxy-2- 
[ [ (3R) -3-hydroxy-l-oxotetradecyl ] amino] -3-0- [ (3R) -3 -hydroxy tetradecyl ] - 
a-D-glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 



L13 ANSWER 7 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Synthesis of carboxymethyl GLA-60 ether derivatives containing an olefin 
in their chains and their LPS-antagonistic activities 

AB Anomeric carboxymethyl GLA-60 olefin derivs. having ether chains instead 
of ester chains in their side chains were synthesized and their biol. 
activities toward both human U937 cells and mouse PEC-macrophage cells 
were measured. The species-specific behavior of these compds . in humans 
(LPS-antagonistic) and mice (very weak LPS-antagonistic, but almost 
inactive) found this time was different from that in humans 
(LPS-antagonistic) and mice (endotoxic) found in the biosynthetic 
precursor of lipid A, such as lipid IVa. However, this fact also shows, 
interestingly enough, that a difference exists in the mol. recognition 
between human and mouse LPS receptors. 

AN 2003:431068 HCAPLUS <<LOGINID : : 20101026>> 

DN 139:230935 

TI Synthesis of carboxymethyl GLA-60 ether derivatives containing an olefin 

in their chains and their LPS-antagonistic activities 
AU Nakamura, Tsuyoshi; Watanabe, Yukiko; Shiozaki, Masao; Kanai, Saori; 

Kurakata, Shin-ichi 
CS Exploratory Chemistry Research Laboratories, Sankyo Co. Ltd., Tokyo, 

140-8710, Japan 

SO Bulletin of the Chemical Society of Japan (2003), 76(5), 
1011-1022 

CODEN: BCSJA8; ISSN: 0009-2673 
PB Chemical Society of Japan 
DT Journal 
LA English 

OS CASREACT 139:230935 

IT 338951-58-9P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); RACT (Reactant 
or reagent) 

(synthesis and LPS-antagonistic activities on human and mice cells of 
carboxymethyl GLA-60 ether derivs. containing an olefin in their chains) 
RN 338951-58-9 HCAPLUS 

CN Acetic acid, [ [2-deoxy-3-0- [ (3R) -3- (dodecyloxy) tetradecyl] -2- [[ (3R) -1-oxo- 
3- [ ( 7Z ) -7-tetradecenyloxy ] tetradecyl ] amino ] -4-0-phosphono-a-D- 
glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
Double bond geometry as shown. 



H02C 0 




IT 338951-54-5P 338952-44-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study) ; PREP (Preparation) 

(synthesis and LPS-antagonistic activities on human and mice cells of 
carboxymethyl GLA-60 ether derivs. containing an olefin in their chains) 
RN 338951-54-5 HCAPLUS 

CN Acetic acid, [[ 2-deoxy-3-0- [( 3R) -3- (dodecyloxy ) tetradecyl ] -2- [[( 7Z ) -1-oxo- 
7-tetradecenyl ] amino] -4-0-phosphono-a-D-glucopyranosyl ] oxy] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
Double bond geometry as shown. 



Me v 




OPO3H2 



RN 338952-44-6 HCAPLUS 

CN Acetic acid, [ [2-deoxy-2- [ (2, 2-dif luoro-l-oxotetradecyl) amino] -4-0- 
phosphono-3-0- [ (3R) -3- [ (7Z) -7-tetradecenyloxy ] tetradecyl ] -a-D- 
glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
Double bond geometry as shown. 




IT 338951-55-6P 338951-59-0P 592543-46-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis and LPS-antagonistic activities on human and mice cells of 
carboxymethyl GLA-60 ether derivs. containing an olefin in their chains) 
RN 338951-55-6 HCAPLUS 

CN Acetic acid, [ [ 4-0- [bis ( 2-propenyloxy ) phosphinyl ] -2-deoxy-3-0- [ ( 3R) -3- 
( dodecyloxy ) tetradecyl ] -2- [ [ ( 7Z ) -l-oxo-7-tetradecenyl ] amino] -a-D- 
glucopyranosyl] oxy] -, 2-propenyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 
Double bond geometry as shown. 



Me 

(CH 2 )5 




RN 338951-59-0 HCAPLUS 

CN Acetic acid, [[ 4-0- [bis ( 2-propenyloxy ) phosphinyl ] -2-deoxy-3-0- [( 3R) -3- 
(dodecyloxy)tetradecyl]-2-[ [ ( 3R) -l-oxo-3- [ (7Z)-7- 
tetradecenyloxy ] tetradecyl] amino] -a-D-glucopyranosyl ] oxy] -, 
2-propenyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
Double bond geometry as shown. 




H2C 



RN 592543-46-9 HCAPLUS 

CN Acetic acid, [[ 4-0- [bis ( 2-propenyloxy) phosphinyl ] -2-deoxy-2- [( 2 , 2-difluoro- 
1-oxotetradecyl) amino] -3-0- [ (3R) -3- [ (7Z) -7-tetradecenyloxy] tetradecyl] - 
a-D-glucopyranosyl] oxy] -, 2-propenyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



F F 




H2C ^ 
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TI Synthesis of lipid A type carboxymethyl derivatives with ether chains 
instead of ester chains and their LPS-antagonistic activities 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Synthesis of lipid A type carboxymethyl derivs. having ether chains at 

both the C-3 and C-3 ' positions (I; R = OH, OMe, F) , requiring preparation and 

coupling of substituted monosaccharides, followed by selective 

deprotection, was given. The LPS-antagonistic activities toward human 

U937 cells, using human monoblastic U937 cells, showed IC50 values of 6.5, 

6.1, and 12.4 nM, resp., similar to those of pyran-carboxylic acid 

analogs. The C-6 methoxy group did not enhance activity compared to C-6 

hydroxy, while the C-6 fluoride weakened activity; all three compds . 

showed lower activities than a reference compound containing 

3-0- (3-tetradecanoyl-oxy) tetradecyl instead of ether sidechain 

substituent . 

AN 2002:972092 HCAPLUS <<L0GINID : : 20101026>> 
DN 138:402006 

TI Synthesis of lipid A type carboxymethyl derivatives with ether chains 

instead of ester chains and their LPS-antagonistic activities 
AU Watanabe, Yukiko; Miura, Kumiko; Shiozaki, Masao; Kanai, Saori; Kurakata, 

Shin-ichi; Nishijima, Masahiro 
CS Exploratory Chemistry Research Laboratories, Shinagawa-ku, Tokyo, 

140-8710, Japan 
SO Carbohydrate Research (2003), 338(1), 47-54 

CODEN: CRBRAT; ISSN: 0008-6215 
PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 138:402006 

IT 366804-98-0P 366804-99-1P 366805-00-7P 

RL: BSU (Biological study, unclassified); SPN (Synthetic preparation); 
BIOL (Biological study) ; PREP (Preparation) 



(preparation of ether-substituted lipid A analogs and their LPS-antagonist 
activities) 
RN 366804-98-0 HCAPLUS 

CN Acetic acid, [ [6-0- [2- (acetylamino) -2-deoxy-3-0- [ (3R) -3- 

(dodecyloxy ) tetradecyl ] -4-0-phosphono-p-D-glucopyranosyl ] -2-deoxy-2- 
[ [ (3R) -3-hydroxy-l-oxotetradecyl ] amino] -3-0- [ (3R) -3 -hydroxy tetradecyl ] - 
a-D-glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 
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TI Medicinal composition containing ether-type GLA-60 analogs as active 
components 

GI 




AB Medicinal composition possessed the inhibitory effect of macrophage activity 
offered. An antiinflammatory, autoimmune inhibitor or antisepticemics 
which contains the medicinal composition or pharmaceutically acceptable salts 
as the active component is represented by the following general formula I 
(Rl = C1-C20 alkanoyl groups and the like selected at least from one 
substituent group A; R2 = C1-C20 alkyl groups and the like selected at 
least from one substituent group A; R3 = halogen, hydroxyl group, and 
C1-C6 alkoxy groups etc.; X = -0-CH2-) . 

AN 2002:847706 HCAPLUS <<LOGINID : : 20101026» 

DN 137:346176 

TI Medicinal composition containing ether-type GLA-60 analogs as active 
components 

IN Kazama, Yukiko; Shiozaki, Masao; Miura, Kumiko; Nakamura, Takeshi 

PA Sankyo Co., Ltd., Japan 

SO Jpn. Kokai Tokkyo Koho, 88 pp. 

CODEN: JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI JP 2002322066 A 20021108 JP 2001-127104 20010425 <— 

PRAI JP 2001-127104 20010425 < — 

OS MARPAT 137:346176 

IT 338951-47-6P 338951-54-5P 338951-58-9P 
338952-44-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(medicinal composition containing ether GLA-60 analog as antiinflammatory, 
antiautoimmune or antisepticemics) 
RN 338951-47-6 HCAPLUS 



CN Acetic acid, [ [2-deoxy-2- [ (2, 2-dif luoro-l-oxotetradecyl) amino] -3-0- [ (3R) -3- 
(dodecyloxy ) tetradecyl] -4-0-phosphono-a-D-glucopyranosyl ] oxy] - (9CI ) 
(CA INDEX NAME) 



Absolute stereochemistry. 



Me 



Me^ 




C0 2 H 



OH 



: 



RN 338951-54-5 HCAPLUS 

CN Acetic acid, [[ 2-deoxy-3-0- [( 3R) -3- (dodecyloxy ) tetradecyl ] -2- [[( 7Z ) -1-oxo- 
7-tetradecenyl] amino] -4-0-phosphono-a-D-glucopyr anosyl ] oxy] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
Double bond geometry as shown. 



RN 338951-58-9 HCAPLUS 

CN Acetic acid, [ [2-deoxy-3-0- [ (3R) -3- (dodecyloxy) tetradecyl] -2- [[ (3R) -1-oxo- 
3- [ ( 7Z ) -7-tetradecenyloxy ] tetradecyl] amino] -4-0-phosphono-a-D- 
glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
Double bond geometry as shown. 



Me 




(CH 2 )5 



OPO3HJ 




RN 338952-44-6 HCAPLUS 

CN Acetic acid, [ [2-deoxy-2- [ (2, 2-dif luoro-l-oxotetradecyl) amino] -4-0- 
phosphono-3-0- [ (3R) -3- [ (7Z) -7-tetradecenyloxy ] tetradecyl ] -ct-D- 
glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
Double bond geometry as shown. 
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TI Synthesis of sialyl-a- ( 2->3 ) -neolactotetraose derivatives 

modified at C-2 of the N-acetylglucosamine residue: probes for 

investigation of acceptor specificity of human 

a-l,3-fucosyltransf erases, FUC-TVII and FUC-TVI 
AB A variety of sialyl-a- ( 2->3 ) -neolactotetraose ( IV3NeuAcnLcOse4 

or IV3NeuGcnLcOse4 ) derivs. modified at C-2 of the GlcNAc residue have 

been synthesized. The phthalimido group at C-2 of GlcNAc in 

2- (trimethylsilyl) ethyl (3, 6-di-0-benzyl-2-deoxy-2-phthalimido-p-D- 

glucopyranosyl) - (l->3) - (2, 4, 6-tri-O-benzyl-p-D- 

galactopyranosyl ) - ( l->4 ) -2 , 3 , 6-tr i-O-benzyl-p-D-glucopyranoside 

was systematically converted to a series of acylamino groups, to give the 

per-O-benzylated trisaccharide acceptors. On the other hand, modification 

of the hydroxyl group at C-2 of the terminal Glc residue in 

2- (trimethylsilyl ) ethyl ( 4 , 6-0-benzylidene-p-D-glucopyranosyl ) - 

(l->3) - (2, 4, 6-tri-O-benzyl-p-D-galactopyranosyl) - (l->4) - 

2 , 3 , 6-tri-O-benzyl-p-D-glucopyranoside gave three different kinds of 

trisaccharide acceptors containing D-glucose, N-acetyl-D-mannosamine, and 

D-mannose instead of the GlcNAc residue. Totally ten trisaccharide 

acceptors were each coupled with sialyl-a- ( 2->3 ) -galactose 



donor to afford the corresponding pentasaccharides in good yields, resp., 
which were then transformed into the target compds . Acceptor specificity 
of the synthetic sialyl-a- ( 2->3 ) -neolactotetraose probes for 
the human a- ( l->3 ) -fucosyltransf erases, Fuc-TVII and Fuc-TVI, 
was examined 

AN 2002:815910 HCAPLUS «LOGINID : : 20101026» 

DN 138:221769 

TI Synthesis of sialyl-a- ( 2->3 ) -neolactotetraose derivatives 

modified at C-2 of the N-acetylglucosamine residue: probes for 

investigation of acceptor specificity of human 

a-l,3-fucosyltransf erases, FUC-TVII and FUC-TVI 
AU Fukunaga, Kyoko; Ikami, Nagisa; Ishida, Hideharu; Kiso, Makoto 
CS Department of Applied Bioorganic Chemistry, Gifu University, Gifu, 

501-1193, Japan 

SO Journal of Carbohydrate Chemistry (2002), 21(5), 385-409 

CODEN: JCACDM; ISSN: 0732-8303 
PB Marcel Dekker, Inc. 
DT Journal 
LA English 

OS CASREACT 138:221769 

IT 500720-51-4P 500720-52-5P 500720-53-6P 
500720-54-7P 500720-59-2P 500720-60-5P 
500720-61-6P 500720-62-7P 500720-63-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis and acceptor specificity of human 
a-1, 3-fucosyltransf erases of 
sialyl-a- ( 2->3 ) -neolactotetraose derivs . ) 
RN 500720-51-4 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0-2-deoxy-2- [ ( 1-oxobutyl) amino] -3, 6-bis-O- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->3 ) -0-2 , 4, 6-tris-O- (phenylmethyl) -p-D- 
galactopyranosyl-(l->4)-2,3,6-tris-0-(phenylmethyl)- (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 500720-52-5 HCAPLUS 



CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0-2-deoxy-2- [ (1-oxooctyl) amino] -3, 6-bis-0- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->3 ) -0-2, 4, 6-tris-0- (phenylmethyl) -p-D- 
galactopyranosyl- (l->4) -2, 3, 6-tris-0- (phenylmethyl)- (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 500720-53-6 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0-2-deoxy-2- [ ( 1-oxododecyl ) amino ] -3 , 6-bis-O- (phenylmethyl) -p-D- 
glucopyranosyl- ( l->3 ) -0-2, 4, 6-tris-O- (phenylmethyl) -p-D- 
galactopyranosyl- ( l->4) -2, 3, 6-tris-O- (phenylmethyl)- (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 




SiMe3 



RN 500720-54-7 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0-2-deoxy-2- [ ( 1-oxohexadecyl ) amino] -3, 6-bis-O- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->3 ) -0-2 , 4, 6-tris-O- (phenylmethyl ) -p-D- 
galactopyranosyl- (l->4) -2, 3, 6-tris-O- (phenylmethyl)- (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation (-) . 



Ph 0 




0 



RN 500720-59-2 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0- (N-acetyl-4, 7,8, 9-tetra-0-acetyl-l-methyl-a-neuraminosyl ) - 
(2^3) -0-2, 4, 6-tri-O-benzoyl-p-D-galactopyranosyl- (l->4) - 
0-2-deoxy-2- [ (1-oxobutyl) amino] -3, 6-bis-O- (phenylmethyl) -p-D- 
glucopyranosyl- ( l->3 ) -0-2 ,4, 6-tris-O- (phenylmethyl ) -p-D- 
galactopyranosyl-(l->4) -2, 3, 6-tris-O- (phenylmethyl)- (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. Rotation ( + ) . 



PAGE 1-A 




CL Ph i 

NHAc 



PAGE 1-B 



OUe 




OAc 



RN 500720-60-5 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0- (N-acetyl-4, 7,8, 9-tetra-O-acetyl-l-methyl-a-neuraminosyl ) - 
(2->3) -0-2, 4, 6-tri-O-benzoyl-p-D-galactopyranosyl- (l->4) - 
0-2-deoxy-2- [ ( 1-oxooctyl ) amino] -3 , 6-bis-O- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->3 ) -0-2 , 4, 6-tris-O- (phenylmethyl ) -p-D- 
galactopyranosyl- (l->4) -2, 3, 6-tris-O- (phenylmethyl)- (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 

PAGE 1-A 

Me 




PAGE 1-B 




RN 500720-61-6 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0- (N-acetyl-4, 7,8, 9-tetra-O-acetyl-l-methyl-a-neuraminosyl ) - 



(2->3) -0-2, 4, 6-tri-0-benzoyl-p-D-galactopyranosyl- (l->4) - 
0-2-deoxy-2- [ ( 1-oxododecyl ) amino] -3, 6-bis-0- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->3 ) -0-2, 4, 6-tris-0- (phenylmethyl) -p-D- 
galactopyranosyl- (l->4) -2, 3, 6-tris-0- (phenylmethyl)- (9CI) (CA 
INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 



PAGE 1-A 

Me 




PAGE 1-B 



OMe 



RN 500720-62-7 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0- (N-acetyl-4, 7,8, 9-tetra-O-acetyl-l-methyl-a-neuraminosyl ) - 
(2->3) -0-2, 4, 6-tri-0-benzoyl-|3-D-galactopyranosyl- (l->4) - 
0-2-deoxy-2- [ ( 1-oxohexadecyl ) amino] -3 , 6-bis-O- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->3 ) -0-2 , 4, 6-tris-O- (phenylmethyl ) -p-D- 
galactopyranosyl- (l->4) -2, 3, 6-tris-O- (phenylmethyl)- (9CI) (CA 
INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 



PAGE 1-A 

Me 




PAGE 1-B 



OMe 




OAc 



RN 500720-63-8 HCAPLUS 

CN p-D-Glucopyranoside, 2- (trimethylsilyl) ethyl 

0-4, 7,8, 9-tetra-O-acetyl-N- [ (acetyloxy) acetyl ] -1-methyl-a- 
neuraminosyl- (2->3) -0-2, 4, 6-tri-O-benzoyl-p-D-galactopyranosyl- 
( l->4 ) -0-2-deoxy-2- [ ( 1-oxododecyl ) amino] -3, 6-bis-O- (phenylmethyl ) - 
p-D-glucopyranosyl- ( l->3 ) -0-2, 4, 6-tris-O- (phenylmethyl) -(3- 
D-galactopyranosyl-(l->4)-2,3,6-tris-0-(phenylmethyl)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 



PAGE 1-A 




/ 



PAGE 1-B 
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TI Lipid A structures containing novel lipid moieties: synthesis and adjuvant 
properties 

AB Structurally well-defined immune stimulatory mols. are important 

components of new generation mol . vaccines. In this paper, the design and 
synthesis of two lipid A analogs containing an unnatural tri-lipid acyl group 
are described. In a totally synthetic liposomal vaccine system, these 
re-designed lipid A analogs demonstrate potent immune stimulatory 
properties including antigen specific T-cell activation. 

AN 2002:543690 HCAPLUS «LOGINID : : 20101026» 

DN 137:353247 

TI Lipid A structures containing novel lipid moieties: synthesis and adjuvant 
properties 

AU Jiang, Zi-Hua; Bach, Mimi V.; Budzynski, Wladyslaw A.; Krantz, Mark J.; 

Koganty, R. Rao; Longenecker, B. Michael 
CS Biomira Inc., Edmonton, AB, T6N 1H1, Can. 

SO Bioorganic & Medicinal Chemistry Letters (2002), 12(16), 



2193-2196 

CODEN: BMCLE8; ISSN: 0960-894X 
PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 137:353247 

IT 339317-39-4P 339317-40-7P 339317-41-8P 
339317-43-OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of in the preparation of lipid A structures 
containing 

novel lipid moieties) 
RN 339317-39-4 HCAPLUS 
CN a-D-Glucopyranoside, phenylmethyl 

6-0- [ 4-0- [bis (phenylmethoxy ) phosphinyl] -2-deoxy-3-0- [ ( 3R) -3- (dodecyloxy ) -1- 
oxotetradecyl ] -6-0- (phenylmethyl )-2-[[(2,2,2- 

trichloroethoxy) carbonyl] amino] -p-D-glucopyranosyl ] -2-deoxy-2- [ [ (3R) - 
3- [ [ (3R) -3- (dodecyloxy) -1-oxotetradecyl] oxy] -1-oxotetradecyl ] amino] -3-0- 
( phenylmethyl) - (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 



0 




PAGE 1-B 



RN 339317-40-7 HCAPLUS 

CN a-D-Glucopyranoside, phenylmethyl 

6-0- [ 2-amino-4-0- [bis (phenylmethoxy ) phosphinyl ] -2-deoxy-3-0- [ (3R) -3- 
(dodecyloxy ) -1-oxotetradecyl ] -6-0- (phenylmethyl) -p-D-glucopyranosyl ] - 
2-deoxy-2- [ [ (3R) -3- [ [ (3R) -3- (dodecyloxy) -1-oxotetradecyl ] oxy] -1- 
oxotetradecyl] amino] -3-0- (phenylmethyl) - (CA INDEX NAME ) 

Absolute stereochemistry. 

PAGE 1-A 

Ph^O 




PAGE 1-B 



(CH 2 )11 

Me 
Me 

(CH2) 10 



RN 339317-41-8 HCAPLUS 

CN a-D-Glucopyranoside, phenylmethyl 

6-0- [ 4-0- [bis (phenylmethoxy) phosphinyl] -2-deoxy-3-0- [ ( 3R) -3- (dodecyloxy) -1- 
oxotetradecyl ] -2- [ [ (3R) -3- (dodecyloxy) -1-oxotetradecyl ] amino] -6-0- 
( phenylmethyl) -p-D-glucopyranosyl] -2-deoxy-2- [ [ (3R) -3- [ [ (3R) -3- 
(dodecyloxy) -1-oxotetradecyl] oxy ] -1-oxotetradecyl ] amino] -3-0- 
( phenylmethyl) - (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 




PAGE 1-B 



(CH 2 )11 

Me 
Me 

(CH2) 10 



RN 339317-43-0 HCAPLUS 

CN a-D-Glucopyranoside, phenylmethyl 

6-0- [ 4-0- [bis (phenylmethoxy ) phosphinyl] -2-deoxy-3-0- [ ( 3R) -3- (dodecyloxy ) -1- 
oxotetradecyl ] -2- [ [ (3R) -l-oxo-3- (phenylmethoxy) tetradecyl] amino] -6-0- 
( phenylmethyl) -(3-D-glucopyranosyl ] -2-deoxy-2- [ [ (3R) -3- [ [ (3R) -3- 
(dodecyloxy) -1-oxotetradecyl ] oxy] -1-oxotetradecyl ] amino] -3-0- 
( phenylmethyl) - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




PAGE 1-A 




PAGE 1-B 
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Preparation of 1 



HCAPLUS COPYRIGHT 2010 ACS on STN 
■carboxymethyl analogues of lipid A 



R5CH2 ^^-CH2 

I o° J o OCH 2C02H 

/ OR 4 ^ / OR 2 \J 



H2O3P — 0 



AB Hydroxymethyl 6-0- ( 4-0-phosphono-D-glucosaminyl ) glucosaminide derivs. 
represented by the general formula [I; Rl, R3 = (un) substituted Cl-20 
alkanoyl, C3-20 alkenoyl, or C3-20 alkynoyl; R2, R4 = (un) substituted 
Cl-20 alkyl, C2-20 alkenyl, or C2-20 alkynyl; R5 = H, halo, OH, Cl-6 
alkoxy, C2-6 alkenyloxy, or C2-6 alkynyloxy each optionally having oxo 
group] or pharmacol. acceptable salts or esters thereof are prepared Also 
claimed are drugs including anti-inflammatory drugs, drugs for autoimmune 
diseases, immunosuppressants, or antiseptic drugs containing the compds . I . 
the active ingredient. These compds. possess excellent effect on 
inhibiting macrophage activity. Thus, deprotection of 

( al ly loxy car bony 1 ) methyl 6-0- [ 2-deoxy-4-0-diallylphosphono-2-f ormamido-6-0- 
methyl-3-0- [ (R) -3- [ ( Z ) -7-tetradecenyloxy ] tetradecyl ] -|3-D- 
glucopyranosyl ] -2-deoxy-3-0-dodecyl-2- ( 3-oxotetradecanamido ) -cc-D- 
glucopyranoside by treatment with Ph3P, Et3N, formic acid, and 
tetrakistriphenylphosphine palladium in THF at 50° for 5 h gave 
carboxymethyl 6-0- [ 2-deoxy-4-0-phosphono-2-f ormamido-6-0-methyl-3-0- [ (R) -3- 
[ (Z) -7-tetradecenyloxy] tetradecyl] -p-D-glucopyranosyl] -2-deoxy-3-0- 
dodecyl-2- (3-oxotetradecanamido) -a-D-glucopyr anoside (II). II 
showed IC50 of 0.005 nM for inhibiting the lipopolysacchar ide-stimulated 
production of TNFa in human monocyte U937 cells. 

AN 2001:763021 HCAPLUS <<L0GINID: : 20101026>> 

DN 135:304099 

TI Preparation of 1-carboxymethyl analogues of lipid A 
IN Watanabe, Yukiko; Shiozaki, Masao 
PA Sankyo Company, Ltd., Japan 
SO PCT Int. Appl., 205 pp. 

CODEN: PIXXD2 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI WO 2001077133 Al 20011018 WO 2001-JP3005 20010406 <— 

W: AU, BR, CA, CN, CZ, HU, ID, IL, IN, KR, MX, NO, NZ, PL, RU, US, ZA 
RW: AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, 
PT, SE, TR 

JP 2001348396 A 20011218 JP 2001-107614 20010405 <— 

PRAI JP 2000-104700 A 20000406 <— 

OS MARPAT 135:304099 

IT 366804-98-0P 366804-99-1P 366805-00-7P 
366805-01-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of carboxymethyl analogs of lipid A having macrophage 
activity-inhibitory activity as anti-inflammatory drugs, drugs for 
autoimmune diseases, immunosuppressants, or antiseptic drugs) 
RN 366804-98-0 HCAPLUS 

CN Acetic acid, [ [6-0- [2- (acetylamino) -2-deoxy-3-0- [ (3R) -3- 

(dodecyloxy ) tetradecyl ] -4-O-phosphono-p-D-glucopyranosyl ] -2-deoxy-2- 
[ [ (3R) -3-hydroxy-l-oxotetradecyl] amino] -3-0- [ (3R) -3-hydroxytetradecyl ] - 
a-D-glucopyranosyl] oxy] - (9CI) (CA INDEX NAME) 
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TI Synthesis of lipid A type pyran carboxylic acids with ether chains and 

their biological activities 
AB Glycolipid carboxylate lipid A type pyran having ether chains at both the 

C-3 ' and C-4 positions were prepared as TNFa inhibitors and their 



bio-activities toward human U937 cells. Nine compds . were synthesized and 

their biol. activities were evaluated. 
AN 2001:491364 HCAPLUS «LOGINID : : 20101026» 
DN 135:288992 

TI Synthesis of lipid A type pyran carboxylic acids with ether chains and 

their biological activities 
AU Watanabe, Y . ; Mochizuki, T . ; Shiozaki, M. ; Kanai, S.; Kurakata, S.-i.; 

Nishijima, M. 

CS Exploratory Chemistry Research Laboratories, Sankyo Co. Ltd., 

Shinagawa-ku, Tokyo, 140-8710, Japan 
SO Carbohydrate Research (2001), 333(3), 203-231 

CODEN: CRBRAT; ISSN: 0008-6215 
PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 135:288992 
IT 365427-46-9P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(Synthesis of lipid A type pyran carboxylic acids with ether chains as 
TNFa inhibitors) 
RN 365427-46-9 HCAPLUS 

CN D-glycero-D-ido-Heptonic acid, 2 , 6-anhydro-3-deoxy-7-0- [ 2-deoxy-2- [ [ ( 3R) -1- 
oxo-3- [ ( 1-oxododecyl ) oxy ] tetradecyl] amino] -3-0- [ (3R) -3- [ ( 1- 
oxotetradecyl) oxy ] tetradecyl ] -4-O-phosphono-p-D-glucopyr anosyl ] -3- 
[ [ (3R) -3-hydroxy-l-oxotetradecyl ] amino] -4-0- [ (3R) -3-hydroxytetradecyl ] - 
(CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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IT 365427-42-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(Synthesis of lipid A type pyran carboxylic acids with ether chains as 
TNFa inhibitors) 
RN 365427-42-5 HCAPLUS 

CN D-glycero-D-ido-Heptonic acid, 2 , 6-anhydro-3-deoxy-7-0- [ 2-deoxy-4-0- 
(diphenoxyphosphinyl ) -2- [ [ ( 3R) -l-oxo-3- [ ( 1- 
oxododecyl) oxy] tetradecyl] amino] -3-0- [ (3R) -3- [ (1- 

oxotetradecyl ) oxy] tetradecyl] -p-D-glucopyranosyl ] -3- [ [ (3R) -3-hydroxy- 
1-oxotetradecyl] amino] -4-0- [ (3R) -3-hydroxytetradecyl] - (CA INDEX NAME) 

Absolute stereochemistry. 
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TI Preparation of oligosaccharide lipid-A analogs as antitumor and 
immunostimulating agents 

GI 




AB New synthetic sugar Lipid-A analogs I wherein at least one of R1-R5 is 
selected from RCONHCH [R ' NHCO] CH2CO-, RCH [X] (CH2 ) mAOCHR ' (CH2 ) nB-, 
RAOCHR' (CH2 ) mBOCHR" (CH2 ) nL-, where the remaining R1-R5 AR IDP H, R, COR, 
RCONHCH [R ' NHCO] CH2CO-, RCH[X] (CH2) mAOCHR' (CH2)nB-, 

RAOCHR' (CH2) mBOCHR" (CH2)nL-, RCH (X) (CH2 ) mA-, RAOCHR ' (CH2 ) mB-, were each R, 
R', R" is independently H, alkyl, A, B and L are independently selected 
from the group consisting of -CH-, -C(=0)- and -C(=S) groups; each X is 
independently selected from the group consisting of -OH, -SH, -NH, 
and-halogen ; m and n are independently selected from the range of integers 
between 0 and 10 inclusive, XI and X are -0- or -NH-, Yl and Y2 are 
independently selected from the group consisting of -OH, -OP(0)(OH), 
-COOH, -OSOH, -CH(COOH) and -OP (0) (OH) (OCHCHNH) , Z is H, -CHE, or -CHMG, 
where E is hydrogen, halogen, OH, NH, OSOH, SOH, P(0)(OH) or OP(0)(OH); M 
is -0-, -S-, -OC(=0), -SC(=0), -OC=(S)-, or . -NHC (=0) ; G is -hydrogen, or a 
substituted or unsubstituted, branched or linear, saturated or unsatd. C-2 
aliphatic hydrocarbon, or a physiol. acceptable salt thereof. Liposome 
formulations containing totally synthetic components such as synthetic Lipid-A 
and synthetic lipopeptide derived from tumor-associated MUC1 mucin are 
described along with their therapeutic utility. Comparative test results 
of immunostimulating properties and toxicity of Lipid-A analogs are 
included. Thus, 2-deoxy-4-0-phosphono-2- [ (3S) -3-tetradecanamido-4- 



IN 



nonylamino-4-oxo-butanamido] -3-0-tetradecanoyl-D-glucopyranose was prepared 
and tested in mice as antitumor and immunostimulating agent (CPM = m22). 
2001:380597 HCAPLUS «LOGINID : : 20101026» 
134:367137 

Preparation of oligosaccharide lipid-A analogs as antitumor and 
immunostimulating agents 

Jiang, Zi-Hua; Bach, Mimi; Yalamati, Damayanthi; Koganty, Rao; 



Longenecker , Michael 
PA Biomira, Inc., Can. 
SO PCT Int. Appl., 155 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparat. 
(Reactant or reagent) 

(preparation of oligosaccharide lipid A analogs as antitumor 

immunostimulating agents) 
339316-79-9 HCAPLUS 
p-D-Glucopyranoside, phenylmethyl 

2-deoxy-2- [ [ (3R) -l-oxo-3- [ ( 1-oxohexadecyl ) oxy ] tetradecyl ] amino] 
(phenylmethyl)- (CA INDEX NAME) 
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TI Toward fully synthetic homogeneous glycoproteins: a high mannose core 
containing glycopeptide carrying full H-type 2 human blood group 
specificity 



AB To illustrate the current reach of the glycal assembly method of 
glycopeptide synthesis, the authors have prepared a homogeneous 
N-acetyllactosamine glycopeptide bearing an N-linked bidomainal 
high-mannose core, connected through lactosamine spacers to sectors 
carrying H-type 2 human blood group determinants [ (A-B) 2-C-D-E; A = H-type 
2 trisaccharide determinant; B = NAc-lactosamine spacer; C = high-mannose 
branched core; D = chitobiose spacer; E = pentapeptide ] . Sector C-D was 
synthesized in three steps beginning from a disaccharide glycal and a 
branched trisaccharide glycal. Sector B was elaborated from a 
disaccharide glycal in four steps. Sector A was constructed in four steps 
from three sep. monosaccharides. Sector C-D was first coupled to B, 
followed by attachment of A, before being coupled to Sector E 
(Ac-Lys-Ala-Asn-Val-Thr-NH2 ) at the Asn position. Functionality of the 
H-type 2 determinants in the synthetic product was established by ELISA 
testing; product homogeneity was shown by NMR. 

AN 2001:374312 HCAPLUS «LOGINID: : 20101026>> 

DN 135:122745 

TI Toward fully synthetic homogeneous glycoproteins: a high mannose core 
containing glycopeptide carrying full H-type 2 human blood group 
specificity 

AU Wang, Zhi-Guang; Zhang, Xufang; Visser, Michael; Live, David; Zatorski, 
Andrzej; Iserloh, Ulrich; Lloyd, Kenneth 0.; Danishefsky, Samuel J. 

CS The Laboratory for Bioorganic Chemistry, Sloan-Ketter ing Institute for 
Cancer Research, New York, NY, 10021, USA 

SO Angewandte Chemie, International Edition (2001), 40(9), 
1728-1732 

CODEN: ACIEF5; ISSN: 1433-7851 
PB Wiley-VCH Verlag GmbH 
DT Journal 
LA English 

OS CASREACT 135:122745 

IT 351209-67-1P 351209-70-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of a glycopeptide carrying H-type 2 human blood group 
determinant via convergent glycal coupling routes) 
RN 351209-67-1 HCAPLUS 

CN (3-D-Glucopyranoside, ethyl 2-deoxy-3 , 6-bis-O- (phenylmethyl ) -l-thio-2- 
[ [ [2- (trimethylsilyl) ethyl] sulfonyl ] amino ] -4-0- [2,4, 6-tris-O- 
(phenylmethyl) -3-0-2-propen-l-yl-p-D-galactopyranosyl ] - (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 351209-70-6 HCAPLUS 



CN p-D-Glucopyranoside, ethyl 0-6-deoxy-2 , 3 , 4-tris-0- (phenylmethyl ) - 
a-L-galactopyranosyl- ( l->2 ) -0-3, 4, 6-tris-0- (phenylmethyl) - 
p-D-galactopyranosyl- (l->4) -2-deoxy-3, 6-bis-0- (phenylmethyl) -1- 
thio-2-[ [ [2- (trimethylsilyl) ethyl] sulfonyl] amino]- (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (-) . 
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TI Preparation of ether-type lipid GLA-60 analogues inhibiting the activation 
of macrophage 

GI 



R3 




OR2 I 



The title compds . (I), esters of the same, or pharmacol. acceptable salts 

thereof, [wherein Rl is (un) substituted Cl-20 alkanoyl, C3-20 alkenoyl, or 

C3-20 alkynoyl; R2 is Cl-20 alkyl, C2-20 alkenyl, or C2-20 alkynyl; R3 is 

halogeno, hydroxyl, Cl-6 alkoxy, C2-6 alkenyloxy, or C2-6 alkynyloxy; and 

X is a single bond or OCH2] are prepared These compds., esters and salts 

exhibit an excellent macrophage-depressant effect and are useful as 

anti-inflammatory, antiautoimmune or antisepticemic agents. Thus, 

2, 6-anhydro-3-deoxy-3- (2, 2-dif luorotetradecanamido) -5-O-diphenylphosphono- 

4-0- [ (R) -3- (dodecyloxy) tetradecyl] -7-O-methyl-D-glycero-D-ido-heptonic 

acid in THF was hydrogenoly zed over platinum oxide under hydrogen atmospheric 



room temperature for 18 h to give 2 , 6-anhydro-3-deoxy-3- ( 2 , 2- 
dif luorotetradecanamido) -5-0-phosphono-4-0- [ (R) -3- (dodecyloxy ) tetradecyl ] - 
7-0-methyl-D-glycero-D-ido-heptonic acid, which showed IC50 of 1.5 nM for 
inhibiting the lipopolysaccharide (LPS) -stimulated production of TNFa in 
TPA-treated human monocyte U937 cells. 

AN 2001:338537 HCAPLUS «LOGINID : : 20101026» 

DN 134:353476 

TI Preparation of ether-type lipid GLA-60 analogues inhibiting the activation 
of macrophage 

IN Watanabe, Yukiko; Miura, Kumiko; Nakamura, Tsuyoshi; Shiozaki, Masao 
PA Sankyo Co., Ltd., Japan 
SO PCT Int. Appl., 197 pp. 

CODEN: PIXXD2 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI WO 2001032667 Al 20010510 WO 2000-JP7759 20001102 <— 

W: AU, BR, CA, CN, CZ, HU, ID, IL, IN, KR, MX, NO, NZ, PL, RU, US, ZA 
RW: AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, 
PT, SE, TR 

JP 2001270895 A 20011002 JP 2000-335543 20001102 <— 

PRAI JP 1999-314133 A 19991104 < — 

JP 2000-4254 A 20000113 < — 

OS MARPAT 134:353476 

IT 338951-47-6P 338951-54-5P 338951-58-9P 
338952-44-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of ether-type lipid GLA-60 analogs inhibiting activation of 
macrophage as anti-inflammatory, antiautoimmune, or antisepticemic 
agents) 
RN 338951-47-6 HCAPLUS 

CN Acetic acid, [ [2-deoxy-2- [ (2, 2-dif luoro-l-oxotetradecyl) amino] -3-0- [ (3R) -3- 
( dodecyloxy ) tetradecyl] -4-0-phosphono-a-D-glucopyr anosyl ] oxy] - (9CI ) 
(CA INDEX NAME) 
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TI Synthesis of Helicobacter pylori lipid A and its analogue using 
p- (trif luoromethyl ) benzyl protecting group 

AB Synthesis of lipid A (1) isolated from Helicobacter pylori strain 206-1 

has been achieved in 2.2% total yield through 14 steps from D-glucosamine 
by employing a p- (trif luoromethyl) benzyl group for protection of the 
hydroxy group on the 3-hydroxy fatty acid residue. The synthetic specimen 
was identical with the natural counterpart in chromatog., spectroscopic, 
and biol. aspects. A structural analog which lacks the ethanolamine 
residue of 1 was also synthesized, and was found to exhibit less potent 
IL-ip-inducing activity than 1. 

AN 2000:595434 HCAPLUS «LOGINID : : 20101026>> 

DN 133:322088 

TI Synthesis of Helicobacter pylori lipid A and its analogue using 

p- (trif luoromethyl ) benzyl protecting group 
AU Sakai, Yasuhiro; Oikawa, Masato; Yoshizaki, Hiroaki; Ogawa, Tomohiko; 

Suda, Yasuo; Fukase, Koichi; Kusumoto, Shoichi 
CS Nutrition Research Institute, Otsuka Pharmaceutical Factory, Inc., Naruto, 

Tokushima, 772-8601, Japan 
SO Tetrahedron Letters (2000), 41(35), 6843-6847 

CODEN: TELEAY; ISSN: 0040-4039 



PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 133:322088 

IT 287922-83-2P 287922-89-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis of Helicobacter pylori lipid A and its analog using 
p- (trif luoromethyl ) benzyl protecting group) 
RN 287922-83-2 HCAPLUS 
CN a-D-Glucopyranoside, 2-propen-l-yl 
2-deoxy-2- [ [ (3R) -l-oxo-3- [ [4- 

(trif luoromethyl ) phenyl ] methoxy] octadecyl] amino] -3, 4-bis-O- (phenylmethyl ) 
(CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 



Me 

0 (CH2)14 




HO^ 



RN 287922-89-8 HCAPLUS 

CN a-D-Glucopyranoside, 2-propen-l-yl 

2-deoxy-6-0- [ 2-deoxy-6-0- [ (phenylmethoxy) methyl ] -3 , 4-bis-O- (phenylmethyl ) 
2- [ [ (2,2, 2-trichloroethoxy) carbonyl] amino] -p-D-glucopyranosyl ] -2- 
[ [ (3R)-l-oxo-3-[ [4- (trif luoromethyl) phenyl] methoxy] octadecyl ] amino] -3,4- 
bis-O- (phenylmethyl) - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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TI Preparation of lipid A derived from Helicobacter pylori, its derivatives, 
and their intermediates 

GI 



NH R3o 
OR3 CO 

CH2 

I 

HC-O2CC17H35 
C15H3I 



OR3 

^ NHCOCH2 — CH— C15H31 
OR3 



Lipid A shown by I (R = a-OP (0) (OH) OCH2CH2NH2 , R3 = H) (II) which 
promote IL-6 production and activate NK cells and are expected as potential 
drugs, are prepared by treatment of glucose derivative I (R = a,p-OH; 
R3 = hydrogenolyzable group) (III) with PhCH20CONHC2H40P (OR4 ) NR52 (R4 = 
hydrogenolyzable group; R5 = lower alkyl), oxidation of the reaction product 
and then hydrogenolysis the resulting phosphate ester I [R = 
a-OP(O) (OH)OCH2CH2NHC02CH2Ph; R3 , R4 = hydrogenolyzable group]. 
Preparation of III and their intermediates are also described. Preparation 



i.e. phosphoric acid 2-aminoethyl 6-0- [2-deoxy-2- [ (R) -3- 
octadecanoyloxyoctadecanoylamino] -p-D-glucopyranosyl] -2-deoxy-2- [ (R) - 



3-hydroxyoctadecanoylamino] -a-D-glucopyranose, was shown. 
AN 2000:562844 HCAPLUS «LOGINID : : 20101026» 
DN 133:163973 

TI Preparation of lipid A derived from Helicobacter pylori, its derivatives, 

and their intermediates 
IN Sakai, Yasuhiro; Oikawa, Masato; Kusumoto, Shoichi; Ogawa, Tomohiko 
PA Ohtsuka Pharmaceutical Co., Ltd., Japan 
SO Jpn. Kokai Tokkyo Koho, 22 pp. 

CODEN : JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 

PI JP 2000226397 A 20000815 JP 1999-217166 19990730 <— 

PRAI JP 1998-339684 A 19981130 < — 

OS CASREACT 133:163973; MARPAT 133:163973 
IT 287922-83-2P 287922-89-8P 287922-91-2P 
287923-00-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of lipid A derived from Helicobacter pylori, its derivs., , 
their intermediates) 
RN 287922-83-2 HCAPLUS 
CN a-D-Glucopyranoside, 2-propen-l-yl 
2-deoxy-2-[ [ ( 3R) -l-oxo-3- [ [4- 

(trif luoromethyl ) phenyl ] methoxy] octadecyl] amino] -3, 4-bis-O- (phenylmethyl ) - 
(CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 287922-89-8 HCAPLUS 

CN a-D-Glucopyranoside, 2-propen-l-yl 

2-deoxy-6-0- [ 2-deoxy-6-0- [ (phenylmethoxy) methyl ] -3, 4-bis-O- (phenylmethyl) - 
2- [ [ (2,2, 2-trichloroethoxy ) carbonyl] amino] -p-D-glucopyranosyl ] -2- 
[ [ (3R) -l-oxo-3- [ [4- (trifluoromethyl)phenyl]methoxy] octadecyl] amino] -3, 4- 
bis-O- (phenylmethyl) - (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 
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RN 287922-91-2 HCAPLUS 

CN a-D-Glucopyranoside, 2-propen-l-yl 

6-0- [ 2-amino-2-deoxy-6-0- [ (phenylmethoxy) methyl ] -3 , 4-bis-0- (phenylmethyl ) - 

p-D-glucopyranosyl] -2-deoxy-2- [ [ ( 3R) -l-oxo-3- [ [4- 

(trif luoromethyl ) phenyl ] methoxy] octadecyl ] amino] -3 , 4-bis-0- (phenylmethyl ) - 
(CA INDEX NAME) 



Absolute stereochemistry. 
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RN 287923-00-6 HCAPLUS 

CN a-D-Glucopyranoside, 2-propen-l-yl 

2-deoxy-6-0- [2-deoxy-3, 4, 6-tris-O- (phenylmethyl ) -2- [[(2,2,2- 
trichloroethoxy) carbonyl] amino] -p-D-glucopyr anosyl ] -2- [ [ (3R) -l-oxo-3- 
[ [ 4- (trif luoromethyl ) phenyl ] methoxy] octadecyl ] amino] -3 , 4-bis-O- 
( phenylmethyl) - (CA INDEX NAME) 



Absolute stereochemistry. Rotation ( + ) . 
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TI Structural characterization of the outer core and the O-chain linkage 
region of lipopolysaccharide from Pseudomonas aeruginosa serotype 05 

AB The point of attachment of the O-chain in the outer core region of 

Pseudomonas aeruginosa serotype 05 lipopolysaccharide (LPS) was determined 
following a detailed anal, of the extended core oligosaccharide, containing 
one trisaccharide O-chain repeating unit, present in both the wild-type 
strain PA01 and O-chain deficient mutant strains AK1401 and PAO-rfc. The 
structure of the extended core oligosaccharide was determined by various mass 
spectrometric methods as well as one-dimensional and two-dimensional NMR 
spectroscopy. Furthermore, the one-dimensional analogs of NOESY and TOCSY 
expts. were applied to confirm the structure of the outer core region in 
the O-chain polysaccharide. In both the extended core oligosaccharide and 
the core of the smooth LPS, a loss of one of the p-glucosyl residues 
and the translocation of the a-rhamnosyl residue, followed by the 
attachment of the first O-chain repeating unit was observed This process is 
complicated and could involve two distinct rhamnosyltransf erases , one with 
a-1 , 6-linkage specificity and another with a-1 , 3-linkage 
specificity. It is also plausible that an a-1, 3 

rhamnosyltransf erase facilitates the addition of the new a-rhamnosyl 
residue that will act as a receptor for the attachment of the single 
0-antigen repeating unit in the LPS of the semi-rough mutant. The 



2-amino-2-deoxy-f ucosyl residue of the first O-chain repeating unit 
directly attached to the core was found to have a p-anomeric 
configuration instead of an a configuration, characteristic for this 
residue as a component of the O-chain polysaccharide. The results of this 
study provide the first example of the mechanistic implications of the 
structure of the outer core region in a fully assembled O-chain-containing 
LPS, differing from the O-chain deficient rough LPS. 

AN 2000:222817 HCAPLUS «LOGINID : : 20101026>> 

DN 133:2301 

TI Structural characterization of the outer core and the O-chain linkage 

region of lipopolysaccharide from Pseudomonas aeruginosa serotype 05 
AU Sadovskaya, Irina; Brisson, Jean-Robert; Thibault, Pierre; Richards, James 

C; Lam, Joseph S.; Altman, Eleonora 
CS Institute for Biological Sciences, National Research Council of Canada, 

Ottawa, ON, K1A 0R6, Can. 
SO European Journal of Biochemistry (2000), 267(6), 1640-1650 

CODEN: EJBCAI; ISSN: 0014-2956 
PB Blackwell Science Ltd. 
DT Journal 
LA English 
IT 271261-32-6 

RL: PRP (Properties) 

(structure of the core oligosaccharide of lipopolysaccharide from 
Pseudomonas aeruginosa serotype 05) 
RN 271261-32-6 HCAPLUS 

CN D-manno-2-Octulosonic acid, O-p-D-glucopyr anosyl- ( l->2 ) -0-6- 
deoxy-a-L-mannopyranosyl- ( l->6 ) -O-a-D-glucopyranosyl- 
( l->4 ) -0- [O-a-D-glucopyr anosyl- ( l->6 ) -p-D- 

glucopyranosyl- ( l->3 ) ] -0-2- [ [ ( 2S) -2-amino-l-oxopropyl ] amino] -2-deoxy- 
cc-D-galactopyranosyl- ( l->3 ) -0-7-0- (aminocarbonyl) -L-glycero- 
cc-D-manno-heptopyranosyl- (l->3) -0-2, 4, 6-tri-0-phosphono-L- 
glycero-ct-D-manno-heptopyr anosyl- (l->5) -3-deoxy- (9CI) (CA 
INDEX NAME) 
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TI Preparation of oligosaccharide glycosides antiinflammatory agents having 
mammalian immunosuppressive and tolerogenic properties 

GI 




AB Disclosed are novel oligosaccharide glycosides I and II were prepared 

wherein; Y is oxygen, sulfur or NH; R is an aglycon of at least 1 carbon 
atom or Y and R are joined to form an azido or an amino group; Rl is 
selected from the group consisting of OH, NH2, N3, amide; R2 is selected 
from the group consisting of hydrogen, halo, 0S03H, OP(0)(OH); R3 is 
selected from the group consisting of hydrogen, hydroxyl, halo, 0S03H, 
0P(0)(0H)2; R4 is selected from the group consisting of hydroxyl, halo, 
O-L-f ucosyl ; R5 is selected from the group consisting of hydrogen, 
L-fucose; R7 is selected from the group consisting of hydrogen, hydroxy, 
S(0)3H, 0P(0)(0H)2, halo, azido, NH2, amide, heteroaryl, heterocycle; X is 
selected from the group consisting of hydroxyl, chloro, 0S03H or 
OP (0) (OH) 2. These oligosaccharides were prepared and having mammalian 
immunosuppressive and tolerogenic properties, pharmaceutical compns. 
containing such oligosaccharide glycosides and to methods of using such 
oligosaccharide glycosides to modulate cell-mediated immune responses in a 
mammal. Thus, 8-methoxycarbonyloctyl-2-benzamido-3-0- (a-L- 
fucopyranosyl) -4-0- [ 3-0-sulf o-p-D-galactopyranosyl ] -2-deoxy-(3-D- 
glucopyranoside was prepared and tested for its antiinflammatory activity. 

AN 1999:136759 HCAPLUS <<L0GINID : : 20101026>> 

DN 130:168603 

TI Preparation of oligosaccharide glycosides antiinflammatory agents having 

mammalian immunosuppressive and tolerogenic properties 
IN Srivastava, Om P.; Srivastava, Geeta; Szweda, Roman; Bundle, David R.; 

Hindsgaul, Ole; Hanna, H. Rizk; Holme, Kevin; Barresi, Frank W.; Du, 

Minghui 

PA Glycomed Incorporated, USA 
SO U.S., 107 pp. 

CODEN: USXXAM 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI US 5874411 A 19990223 US 1996-754097 19961113 <— 

PRAI US 1996-754097 19961113 < — 

ASSIGNMENT HISTORY FOR US PATENT AVAILABLE IN LSUS DISPLAY FORMAT 

OS MARPAT 130:168603 

IT 191034-16-9P 191039-33-5P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of oligosaccharide glycosides antiinflammatory agents having 
mammalian immunosuppressive and tolerogenic properties) 
RN 191034-16-9 HCAPLUS 

CN Nonanoic acid, 9- [ [O-6-deoxy-a-L-galactopyranosyl- ( l->3 ) -0- [3- 
O-sulfo-p-D-galactopyranosyl- (l->4) ]-2-[ (3, 7-anhydro-2, 8- 
dideoxy-L-glycero-D-gluco-octonoyl) amino] -2-deoxy-p-D- 

glucopyranosyl ] oxy ] -, 1-methyl ester, monosodium salt (9CI) (CA INDEX 
NAME ) 
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TI Enhancement of sample loadings for the analysis of oligosaccharides 

isolated from Pseudomonas aeruginosa using transient isotachophoresis and 
capillary zone electrophoresis-electrospray-mass spectrometry 

AB The anal, of underivatized core oligosaccharides arising from mild acid 

hydrolysis of lipopolysaccharides from Pseudomonas aeruginosa serotype 05 
was achieved using a transient isotachophoretic preconcn. method coupled 
to capillary zone electrophoresis-electrospray-mass spectrometry 



(tCITP-CZE-ES-MS) . The combination of a tCITP preconcn. step provided a 
10- to 50-fold enhancement of sample loading and a corresponding 
improvement in sensitivity compared to the conventional zone 

electrophoresis format. Electrophoretic conditions, enabling the separation 
these anionic analytes, were developed to determine possible sites of 
heterogeneity on either the core or the O-chain structures. The 
tCITP-CZE-ES-MS technique provided unparalleled resolution of the different 
core glycoforms and oligosaccharides obtained from the acid cleavage of 
the native endotoxins whether isolated following conventional gel 
permeation chromatog. or obtained from direct hydrolysis of the bacterial 
isolates. These investigations also highlighted the highly phosphorylated 
nature of these complex cell membrane components, where the heptose 
residues of the core oligosaccharide can bear up to 6 phosphate groups. 

AN 1998:791476 HCAPLUS «LOGINID : : 20101026>> 

DN 130:92442 

TI Enhancement of sample loadings for the analysis of oligosaccharides 

isolated from Pseudomonas aeruginosa using transient isotachophoresis and 
capillary zone electrophoresis-electrospray-mass spectrometry 

AU Auriola, Seppo; Thibault, Pierre; Sadovskaya, Irina; Altmann, Eleonora 

CS Faculty Pharmacy, University Kuopio, Kuopio, Finland 

SO Electrophoresis (1998), 19(15), 2665-2676 
CODEN: ELCTDN; ISSN: 0173-0835 

PB Wiley-VCH Verlag GmbH 

DT Journal 

LA English 

IT 219138-40-6D, lipid-A containing 

RL: ANT (Analyte); BSU (Biological study, unclassified); PRP (Properties); 

ANST (Analytical study) ; BIOL (Biological study) 

(enhancement of sample loadings for the anal, of oligosaccharides 
isolated from Pseudomonas aeruginosa using transient isotachophoresis 
and capillary zone electrophoresis-electrospray-mass spectrometry) 
RN 219138-40-6 HCAPLUS 
CN cc-D-manno-2-Octulopyranosonic acid, 

0-3-deoxy-a-D-manno-2-octulopyranosonosyl- (2->4) -0- [O-p-D- 

glucopyranosyl- ( l->2 ) -O-6-deoxy-a-L-mannopyranosyl- 

( l->6 ) -O-a-D-glucopyranosyl- ( l->4 ) -0- [O-p-D- 

glucopyranosyl- ( l->6 ) -p-D-glucopyranosyl- ( l->3 ) ] -0-2- 

[ [ (2S) -2-amino-l-oxopropyl] amino] -2-deoxy-a-D-galactopyranosyl-O- 

( l->3 ) -O-heptopyranuronamidosyl- ( l->3 ) -2, 4, 6-tri-0- 

phosphonoheptopyranosyl- (l->5) ] -3-deoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Currently available stereo shown. 
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TI Structural elucidation of the lipopolysacchar ide core regions of the 
wild-type strain PAOl and O-chain-def icient mutant strains AK1401 and 
AK1012 from Pseudomonas aeruginosa serotype 05 

AB Lipopolysaccharide (LPS) of the Pseudomonas aeruginosa serotype 05 

wild-type strain PAOl and derived rough-type mutant strains AK1401 and 
AK1012 was isolated by a modified phenol/chloroform/petroleum-ether extraction 
method. Deoxycholate/PAGE of the LPS from the rough mutant AK1401 
indicated two bands near the dye front with mobilities similar to those of 
the parent strain, indicating that both LPS contain a complete core and a 
species comprising a core and one repeating unit. Composition anal, of the LPS 
from strains PAOl and AK1401 indicated that the complete core 
oligosaccharide was composed of D-glucose (four units), L-rhamnose (one 



unit), 2-amino-2-deoxy-D-galactose (one unit), L-glycero-D-manno-heptose 
(Hep; two units), 3-deoxy-D-manno-octulosonic acid (Kdo; two units), 
L-alanine (one unit) and phosphate (three units) . The glycan structure of 
the LPS was determined by one-dimensional and two-dimensional (2D) NMR 
techniques in combination with MS-based methods on oligosaccharide samples 
obtained from the LPS by delipidation procedures. The locations of three 
phosphomonoester groups on the first heptose residue were established by a 
two-dimensional 31P (col ) -half-filtered COSY experiment on the reduced 
core oligosaccharide sample of the LPS from the wild-type strain. The 
presence of a 7-0-carbamoyl substituent was observed on the second heptose. 
The structure of the core region of the O-chain-def icient LPS from P. 
aeruginosa serotype 05 is given. A structural model is presented that is 
also representative of that for P. aeruginosa serotype 06 LPS. A revised 
structure for the serotype 06 mutant strain A28 is presented. 

AN 1998:638884 HCAPLUS «L0GINID : : 20101026>> 

DN 130:1530 

TI Structural elucidation of the lipopolysacchar ide core regions of the 

wild-type strain PA01 and O-chain-def icient mutant strains AK1401 and 

AK1012 from Pseudomonas aeruginosa serotype 05 
AU Sadovskaya, Irina; Brisson, Jean-Robert; Lam, Joseph S.; Richards, James 

C; Altman, Eleonora 
CS Institute for Biological Sciences, National Research Council of Canada, 

Ottawa, ON, K1A 0R6, Can. 
SO European Journal of Biochemistry (1998), 255(3), 673-684 

CODEN: EJBCAI; ISSN: 0014-2956 
PB Springer-Verlag 
DT Journal 
LA English 

IT 215672-19-8D, reaction product with lipid A 
215672-22-3 
RL: PRP (Properties) 

(structural elucidation of the lipopolysaccharide core regions of the 
wild-type strain PA01 and O-chain-def icient mutant strains AK1401 and 
AK1012 from Pseudomonas aeruginosa serotype 05) 
RN 215672-19-8 HCAPLUS 

CN a-D-manno-2-0ctulopyranosonic acid, 

O-a-D-glucopyranosyl- ( l-»2 ) -0-6-deoxy-a-L-mannopyr anosyl- 
( l->6 ) -O-a-D-glucopyranosyl- ( l->4 ) -0- [O-a-D- 
glucopyranosyl- ( l->6 ) -p-D-glucopyranosyl- ( l-»3 ) ] -0-2- 
[ [ (2S) -2-amino-l-oxopropyl ] amino] -2-deoxy-a-D-galactopyranosyl- 
( l->3 ) -O-L-glycero-a-D-manno-heptopyranuronamidosyl- 
(l->3) -0-2, 4, 7-tri-O-phosphono-L-qlycero-a-D-manno- 
heptopyranosyl- ( l->5 ) -0- [ 3-deoxy-a-D-manno-2- 
octulopyranosonosyl- (2->4) ] -3-deoxy- (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 215672-22-3 HCAPLUS 

CN a-D-manno-2-Octulopyranosonic acid, 

O-6-deoxy-a-L-mannopyranosyl- ( l->6 ) -O-a-D-glucopyranosyl- 

( l->4 ) -0- [ O-a-D-glucopyr anosyl- ( l->6 ) -p-D- 

glucopyranosyl- ( l->3 ) ] -0-2- [ [ ( 2S) -2-amino-l-oxopropyl ] amino] -2-deoxy- 
a-D-galactopyranosyl- ( l->3 ) -O-L-glycero-a-D-manno- 
heptopyranuronamidosyl- (l->3) -0-2, 4, 7-tri-O-phosphono- L-glycero- 
a-D-manno-heptopyranosyl- (l->5) -0- [ 3-deoxy-a-D-manno-2- 
octulopyranosonosyl- (2-»4) ] -3-deoxy- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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TI Preparation of sialyl Lex analogs as inhibitors of cellular adhesion 



^C- Q OAc OAc 

AcO na „ OAc WH 




AB Sialyl Lex analogs I (R = Me, CH20H; Rl = H, Bn, , ethoxybenzyl , 

dimethoxybenzyl, acyl; R2 = H, alkyl, cyclohydrocarbyl , alkylene) were 
prepared as inhibitors of cellular adhesion. Thus, Et [sodium 
( 5-acetamido-3 , 5-dideoxy-a-D-galacto-2-nonulopyranosylonate ) ] -2, 3-0- 
(P-D-galactopyranosyl) -1, 4-0- [a-L-f ucopyranosyl-1 , 3-0-] - (2- 
benzyenesulf onamido-2-deoxy-p-D-glucopyranoside) -p-D- 
galactopyranoside was prepared as inhibitors of cellular adhesion. 
AN 1998:618361 HCAPLUS <<LOGINID: : 20101026>> 
DN 129:260740 
OREF 129:53145a, 53148a 

Preparation of sialyl Lex analogs as inhibitors of cellular adhesion 



IN 



SO 



De Frees, Shawn; Gaeta, Federico C 
Hayashi, Masaji 
Cytel Corp., USA 

U.S., 39 pp., Cont.-in-part of U.S. 5,604,207 
CODEN: USXXAM 



Gaudino, John J.; Zheng, Zhongl 



DT Patent 
LA English 
FAN.CNT 4 

PATENT NO. 

PI US 5811404 
US 5604207 
US 5854218 

PRAI US 1993-62120 
US 1994-241645 
US 1994-345072 
US 1995-485453 



DATE 

19980922 
19970218 
19981229 
19930514 
19940512 
19941128 
19950607 



APPLICATION NO. 

US 1995-485453 
US 1994-345072 
US 1996-730553 



19950607 
19941128 
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OS MARPAT 129:260740 

IT 167755-60-4P 167755-62-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of sialyl Lex analogs as inhibitors of cellular adhesion) 

RN 167755-60-4 HCAPLUS 

CN p-D-Galactopyranoside, ethyl 0- (N-acetyl-a-neuraminosyl ) - 
( 2->3 ) -O-p-D-galactopyranosyl- ( l->4) -0- [ 6-deoxy-a-L- 

galactopyranosyl- ( l->3 ) ] -0-2-deoxy-2- [ ( l-oxo-3-phenylpropyl ) amino] - 
p-D-glucopyranosyl- ( l->3 ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OH 




NHAc OH 



RN 167755-62-6 HCAPLUS 

CN p-D-Galactopyranoside, ethyl 0- (N-acetyl-a-neuraminosyl ) - 
(2->3) -O-p-D-galactopyranosyl- (l->4) -0- [ 6-deoxy-a-L- 
galactopyranosyl- ( l->3 ) ] -0-2-deoxy-2- [ (phenylacetyl ) amino] -p-D- 
glucopyranosyl- ( l->3 ) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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TI Transf erase-catalyzed synthesis of non-natural oligosaccharide libraries 
(SLea- and SLex-analogs ) 

AB A number of non-natural glucosamine derivs. with various N-acyl and aglycon 

residues are prepared chemical The N-acyl residues comprise aliphatic, polar, 

charged, aromatic and heteroarom. replacements of the natural N-acetyl group. 

Both (3(1-4)- and cloned (3 ( 1-3 ) -galactosyl transferase tolerate a 

wide range of these replacements and yield the corresponding type II and 

type I disaccharides when incubated together with UDP-galactose . These 

disaccharides are subsequently sialylated with cloned 

a ( 2-3 ) -sialyltransf erase and CMP-sialic acid to give trisaccharides , 

which are sialylated at the 3-OH group of the terminal galactose. The 

sialylated type I compds . are finally incubated with cloned 

f ucosyltransf erase III and type II compds. with cloned f ucosyltransf erase 

VI, resp. Thus, sialyl-Lewisa and sialyl-Lewisx libraries are generated. 



Addnl., both fucosyltransf erases accept donor substrates which have either 
the natural fucose moiety or the guanosine unit of the natural GDP-fucose 
donor replaced by non-natural congeners. 

AN 1998:533844 HCAPLUS «LOGINID : : 20101026» 

DN 129:276142 

OREF 129:56313a, 56316a 

TI Transf erase-catalyzed synthesis of non-natural oligosaccharide libraries 

(SLea- and SLex-analogs ) 
AU Ohrlein, Reinhold; Baisch, Gabi; Katopodis, Andreas; Streiff, Markus; 

Kolbinger, Frank 
CS NOVARTIS PHARMA, Basel, CH-4002, Switz. 

SO Journal of Molecular Catalysis B: Enzymatic (1998), 5(1-4), 
125-127 

CODEN: JMCEF8; ISSN: 1381-1177 
PB Elsevier Science B.V. 
DT Journal 
LA English 

OS CASREACT 129:276142 

IT 213889-23-7P 213889-24-8P 213889-26-OP 

RL: BPN (Biosynthetic preparation); BIOL (Biological study); PREP 
(Preparation) 

(transf erase-catalyzed synthesis of non-natural sialyl-Lewis a and 
sialyl-Lewis x analogs) 
RN 213889-23-7 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -0-p- 
D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
(l->3) ] -2-deoxy-2- [ ( l-oxo-3-butenyl ) amino] -p-D- 
glucopyranosyl] oxy] -, 1 -methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 213889-24-8 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl )-( 2->3 ) -0-p- 
D-galactopyranosyl- ( l->4 ) -0- [a-L-galactopyranosyl- 
(l->3) ] -2-deoxy-2- [ ( l-oxo-3-butenyl) amino] -p-D- 
glucopyranosyl] oxy] -, 1 -methyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




(CH2)8 OMe 



RN 213889-26-0 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -O-p- 
D-galactopyranosyl- (l->4) -0- [ p-D-arabinopyranosyl- ( l->3 ) ] - 
2-deoxy-2- [ ( l-oxo-3-butenyl ) amino] -p-D-glucopyranosyl ] oxy ] -, 1 -methyl 
ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 
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Enzymic synthesis of sialyl-Lewisa-libraries with two non-natural 

monosaccharide units 

A series of sialylated type-I sugars, which have the natural N-acetyl 
group of the glucosamine moiety replaced by a wide range of amides, is 
incubated with recombinant fucosyl-transf erase III and non-natural 
guanosine-diphosphate activated donor-sugars. Surprisingly, the enzyme 
tolerates the simultaneous alterations on the donor and acceptor to form a 
wide array of sialyl-Lewisa-analogs . 



AN 1998:250013 HCAPLUS «LOGINID : : 20101026» 

DN 128:321839 

OREF 128:63805a, 63808a 

TI Enzymic synthesis of sialyl-Lewisa-libraries with two non-natural 

monosaccharide units 
AU Baisch, Gabi; Ohrlein, Reinhold; Streiff, Markus; Kolbinger, Frank 
CS Novartis Pharma AG, Basel, CH-4002, Switz. 

SO Bioorganic & Medicinal Chemistry Letters (1998), 8(7), 755-758 

CODEN: BMCLE8; ISSN: 0960-894X 
PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 128:321839 
IT 194603-85-5P 

RL: BPR (Biological process); BSU (Biological study, unclassified); SPN 
(Synthetic preparation); BIOL (Biological study); PREP (Preparation); PROC 
(Process ) 

(enzymic synthesis of sialyl-Lewis libraries with two non-natural 
monosaccharide units) 
RN 194603-85-5 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) — 0— p— 
D-galactopyranosyl- ( l->3 ) -0- [ p-D-arabinopyranosyl- (l->4) ] - 
2-deoxy-2- [ [ (ethylthio) carbonyl] amino] -p-D-glucopyr anosyl ] oxy] -, 
1 -methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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TI Efficient conversion of a 1,6-anhydro chitobiose derivative into the 
corresponding tetradecyl (3-glycoside derivative by means of 
participation of a neighboring tetradecanamide group 

AB In the course of our studies on the synthesis of amphiphilic chitoheptaose 
derivs. carrying binary long hydrocarbon chains at the reducing sugar, 
tetradecyl 4-0- ( 2-amino-2-deoxy-p-D-glucopyranosyl ) -2-deoxy-2- 
tetradecanamido-p-D-glucopyranoside was prepared as a model. For 



general applicability, the 1 , 6-anhydro-2-deoxy-2-tetradecanamido-p-D- 
glucopyranosyl moiety was employed as a precursor of the reducing end. 
Acetolysis of the 1,6-anhydro ring using triethylsilyl triflate gave an 
oxazoline intermediate as a major product, accompanied by a-glycosyl 
acetate as a byproduct. Immediate treatment of the mixture with 
1-tetradecanol and protic acid followed by a separation work-up efficiently led 
to tetradecyl p-glycoside derivative 

AN 1998:221733 HCAPLUS «LOGINID : : 20101026» 

DN 128:283008 

OREF 128:56031a 

TI Efficient conversion of a 1,6-anhydro chitobiose derivative into the 

corresponding tetradecyl p-glycoside derivative by means of 

participation of a neighboring tetradecanamide group 
AU Umino, Atsushi; Hinou, Hiroshi; Matsuoka, Koji; Terunuma, Daiyo; 

Takahashi, Shunya; Kuzuhara, Hiroyoshi 
CS Department of Functional Materials Science, Faculty of Engineering, 

Saitama University, Urawa, 338, Japan 
SO Journal of Carbohydrate Chemistry (1998), 17(2), 231-239 

CODEN: JCACDM; ISSN: 0732-8303 
PB Marcel Dekker, Inc. 
DT Journal 
LA English 
IT 205750-52-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(efficient conversion of anhydro chitobiose derivative into the 
corresponding tetradecyl p-glycoside derivative) 
RN 205750-52-3 HCAPLUS 
CN p-D-Glucopyranoside, tetradecyl 

4-0- ( 2-amino-2-deoxy-p-D-glucopyranosyl) -2-deoxy-2- [ ( 1- 
oxotetradecyl) amino] -3-0- (phenylmethyl) - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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TI Preparation of sialyl-Lewisa and sialyl-Lewisx epitope analogs as 
E-selection receptors 

GI 




AB Sialyl-Lewisa and sialyl-Lewisx epitope analogs I (Z = a-pyranose; 

Rl = H, alkyl, alkenyl, cycloalkyl, heteroaryl, cycloaryl; R2 = alkyl, 
cycloalkyl; R3 = Me, hydroxymethyl ; X = CO, CS, S02, acyl, thiocarbonyl ) 
in which the naturally occurring N-acetyl group of the N-acetylglucosamine 
monomer is replaced by various aliphatic or aromatic substituents and the 
L-fucose naturally present is replaced by various naturally occurring or 
non-naturally occurring sugars were prepared as E-selectin receptors. Thus, 
I (R = Me, Rl = 4-hydroxy-3-methoxyphenyl, X = CO, R2 = (CH2)8C02Me, Z = 
R3) was prepared and tested as E-selectin receptor (relative IC50 to an 
internal control is 0.085). 
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TI Preparation of oligosaccharide glycosides having mammalian 
immunosuppressive and tolerogenic properties 

GI 




II 



AB Oligosaccharide glycosides I and II [R = aglycon; Rl = OH, NH2, N3, amide; 
R2, R3 = H, OH, halo, 0S03H, OP03H2; R4 = OH, halo, O-L-f ucosyl ; R5 = H, 
(un) substituted L-fucose; R6 = H, OH, OS03H, OP03H2, halo, N3, NH2, amide; 
X = OH, CI, 0S03H, OP03H2; Y = 0, S, NH] , having mammalian 
immunosuppressive and tolerogenic properties, to modulate cell-mediated 
immune responses in a mammal. Thus, 

8-methoxycarboyloctyl-2-p-nitrobenzamido-4-0- (P-D-galactopyranosyl ) -2- 
deoxy-p-D-glucopyranose was prepared and its effect on DTH inflammatory 
response is reported (mice received 10-100 \xq doses with 15-47 % 
reduction) . 
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study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of acetamidodeoxy oligosaccharide glycosides having mammalian 
immunosuppressant and tolerogenic properties) 
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O-sulfo-p-D-galactopyranosyl- (l->4) ] -2- [ (3, 7-anhydro-2, 8- 
dideoxy-L-glycero-D-gluco-octonoyl) amino] -2-deoxy-p-D- 
glucopyranosyl] oxy] -, 1 -methyl ester (9CI) (CA INDEX NAME) 
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TI Preparation of sialyl Lex analogs as inhibitors of cellular adhesion 
GI 




AB The present invention relates to analogs of sialyl (Lex) I (Z = H, acyl, 
fucosyl; Y = CO, S02, NHCO, OCO, SCO; X = acyloxy, OH, halo, azido, 
hydroxyacyloxy ; Rl = lipid, aryl, phenylslkelene ; R2 = H, lipid, 
thioalkyl, alkylcarboxamido, monosaccharide, disaccharide ; R3 = Me, 
hydroxymethyl ; R4 = alkyl) that inhibit cellular adhesion between a 
selectin and cells that express sialyl Lex on their surfaces, as well as 
methods and compns. using the same, intermediates and methods for the 
preparation of the cellular adhesion inhibitor compds . and their intermediates. 
Thus, 3 ' -benzyloxycarbonylaminopropyl- (Me 

5-acetamido-3 , 5-dideoxy-4, 7, 8, 9-tetra-0-acetyl-a-D-glycero-2- 
nonulopyranuronate) -(2,3) -0- (2,4, 6-tri-O-acetyl-p-D-galactopyranosyl ) - 
(1-4) -0- [a-L-fucopyranosyl- (1-3) -0-] ( 6-0-acetyl-2-deoxy-2- 
naphthamido-p-D-glucopyranosyl) - (1-3) -0-2, 4, 6-tri-O-p-D- 
galactopyranoside was prepared and deblocked as inhibitor of cellular 
adhesion (no data) . 
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galactopyranosyl- ( l->3 ) ] -0-2-deoxy-2- [ ( l-oxo-3-phenylpropyl ) amino] - 
p-D-glucopyranosyl- ( l->3 ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CN p-D-Galactopyranoside, ethyl O- (N-acetyl-a-neuraminosyl ) - 
(2->3) -O-p-D-galactopyranosyl- (l->4) -O- [6-deoxy-a-L- 
galactopyranosyl- ( l->3 ) ] -0-2-deoxy-2- [ (phenylacetyl ) amino] -p-D- 
glucopyranosyl- ( l->3 ) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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TI Preparation of sialyl Lex analogs as inhibitors of E-selectin cell 
adhesion 

GI 




AB Title sialyl Lex analogs I [Rl = substituted aryl, phenyalkylene ; YR1 = 
allyloxycarbonyl, chloroacetyl ; R2 = monosaccharide, disaccharide, H, 
alkyl, branched cyclic hydroxycarbyl, alkylene carboxylate, trisubstituted 
silyl; R3 = H, acyl; R4 = H, alkyl, Bn; R5 = Me, hydroxymethyl ; X = 
acyloxy, hydroxyacyloxy , OH, halo, azido; Z = H, acyl or monosaccharide] 
were prepared as E-selectin inhibitors. Thus, Et [sodium 
( 5-acetamido-3 , 5-dideoxy-a-D-glycero-D-galacto-2- 
nonulopyranosylonate) ] - (2, 3) - (P-D-galactopyranosyl ) -(1,4) -0- [a- 
L-f ucopyranosyl- (1,3) -0-] - ( 2-benzenesulf onamido-2-deoxy-p-D- 
glucopyranoside) -p-D-galactopyranoside (II) was prepared and inhibited 
E-selectin (IC50 ratio of SLex/II = 3.0). 
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TI Synthesis of trisaccharide analog of monoenomycin A12. Implications of new 

moenomycin structure-activity relationships 
AB A trisaccharide analog of moenomycin A, has been synthesized and has found 

to be antibiotically inactive. A binding model for moenomycin-type 

transglycosylase inhibitors at the enzyme penicillin binding protein is 

proposed . 
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(preparation and structure-activity relationship of bactericide 
trisaccharide analog of monoenomycin A12) 
RN 187877-68-5 HCAPLUS 

CN a-D-Galactopyranosiduronamide, 2-propen-l-yl 

0-2,3, 4, 6-tetrakis-O- (phenylmethyl ) -p-D-glucopyr anosyl- ( l->4 ) -0- 
2-deoxy-3, 6-bis-O- (phenylmethyl ) -2- [ [ [2- 

(trimethylsilyl ) ethyl ] sulf onyl ] amino] -p-D-glucopyr anosyl- ( l->2 ) - 
3, 4-0- (1-methylethylidene) - (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 187878-08-6 HCAPLUS 

CN a-D-Galactopyranosiduronamide, 2-propen-l-yl 

0-2,3, 4, 6-tetrakis-O- (phenylmethyl ) -p-D-glucopyr anosyl- ( l->4 ) -0- 
2-deoxy-3, 6-bis-0- (phenylmethyl ) -2- [ [ [2- 

(trimethylsilyl ) ethyl ] sulf onyl ] amino] -p-D-glucopyr anosyl- ( l->2 ) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
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CN a-D-Galactopyranosiduronamide, 2-propen-l-yl 

0-2,3, 4, 6-tetrakis-0- (phenylmethyl ) -p-D-glucopyranosyl- ( l->4 ) -0- 
2-deoxy-3, 6-bis-0- (phenylmethyl ) -2- [ [ [2- 

(trimethylsilyl ) ethyl ] sulf onyl ] amino] -a-D-glucopyr anosyl - 
(1^2)-3, 4-0-(l-methylethylidene)- (CA INDEX NAME ) 

Absolute stereochemistry. 
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RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and structure-activity relationship of bactericide 
trisaccharide analog of monoenomycin A12) 
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CN a-D-Galactopyranosiduronamide, 2-propen-l-yl 

0-2,3, 4, 6-tetrakis-0- (phenylmethyl ) -p-D-glucopyr anosyl- ( l->4 ) -0- 
2-deoxy-3, 6-bis-0- (phenylmethyl ) -2- [ [ [2- 

(trimethylsilyl ) ethyl ] sulf onyl ] amino] -a-D-glucopyr anosyl - 
(l->2)- (CA INDEX NAME) 



Absolute stereochemistry. 
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TI Search for new moenomycin structure-activity relationships. Synthesis of 

trisaccharide precursor of a moenomycin analog 
AB On the way to a trisaccharide analog of the antibiotic moenomycin A a 

trisaccharide intermediate has been prepared making use of a combination 

Danishef sky ' s sulf onamido-glycosidation and the Schmidt 

trichloroacetimidate procedure. 
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0-2,3, 4, 6-tetrakis-O- (phenylmethyl ) -p-D-glucopyr anosyl- ( l->4 ) -0- 
2-deoxy-3, 6-bis-O- (phenylmethyl ) -2- [ [ [2- 

(trimethylsilyl ) ethyl ] sulf onyl ] amino] -p-D-glucopyr anosyl- ( l->2 ) - 
3, 4-0- (1-methylethylidene) - (CA INDEX NAME) 
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TI Preparation of amidine disaccharide lipid-A analogs as antitumor and 
antiviral and antibacterial agents 

GI 




AB Title amidine lipid A analogs I [R1-R6 = (un) substituted alkyl, alkene, 

alkyne; E = 0, NH] , were prepared as immunogen, antitumor , antiviral, and 
antibacterial agents. Thus, I (R1-R6 = C11H23; E = 0) was prepared as 
bactericide, virucide, and antitumor agent. Structure activity 
relationship, antitumor, antiviral, and antibacterial activities of title 
compds are reported (no specific data) . 
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TI The Total Synthesis of Allosamidin . Expansions of the Methodology of 
Aza-glycosidation Pursuant to the Total Synthesis of Allosamidin. A 
Surprising Enantiotopic Sense for a Lipase-Induced Deacetylation 

AB Allosamidin, recently isolated from mycelial exts. of Streptomyces sp. 
1713, is a powerful and selective chitinase inhibitor. The total 
synthesis of allosamidin is described herein via benzenesulf onamide-based 
aza-glycosidation reaction and lipase-induced deacetylation . 
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Aza-glycosidation Pursuant to the Total Synthesis of Allosamidin. A 
Surprising Enantiotopic Sense for a Lipase-Induced Deacetylation 

AU Griffith, David A.; Danishefsky, Samuel J. 

CS Department of Chemistry, Yale University, New Haven, CT, 06511, USA 
SO Journal of the American Chemical Society (1996), 118(40), 
9526-9538 

CODEN: JACSAT; ISSN: 0002-7863 
PB American Chemical Society 
DT Journal 
LA English 
OS CASREACT 126:19126 
IT 183989-06-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(total synthesis of allosamidin via benzenesulf onamide-based 
aza-glycosidation and lipase-induced deacetylation) 
RN 183989-06-2 HCAPLUS 

CN p-D-Allopyranoside, (4aS, 6R, 7R, 7aR) -5- (diphenylmethyl ) hexahydro-2 , 2- 
dimethyl-6- [ (phenylmethoxy) methyl ]-l,3-dioxino[5, 4-b] pyrrol- 7-yl 
2-deoxy-4-0- [ 2-deoxy-3-0- (phenylmethyl ) -4 , 6-0- [ (R) -phenylmethylene ] -2- [ [ [2- 
(trimethylsilyl ) ethyl] sulfonyl] amino] -p-D-allopyranosyl ] -6-0- 
( phenylmethyl) -3-0- [ [2- (trimethylsilyl ) ethoxy] methyl ] -2- [ [ [2- 
(trimethylsilyl) ethyl] sulfonyl] amino] - (CA INDEX NAME) 



L13 ANSWER 35 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 
TI Enzymic fucosylation of non-natural trisacchar ides with cloned 
fucosyltransf erase VI 

GI 



HO OH 
1 / C0 2 H 




AB Non-natural sialyl-lactosamines , e.g. I (R = H, Me, CF3, CH20H, OEt, SEt, 
NHEt, Ph) , are subjected to regioselective enzymic fucosylation with 
cloned f ucosyltransf erase VI. The enzyme tolerates a wide range of 
acceptors, spanning from small and bulky aliphatic as well as charged and 
sulfonamide replacements of the natural N-acetyl residue. 

AN 1996:265542 HCAPLUS «LOGINID : : 20101026>> 

DN 125:34008 

OREF 125:6661a, 6664a 

TI Enzymic fucosylation of non-natural trisaccharides with cloned 

f ucosyltransf erase VI 
AU Baisch, Gabi; Oehrlein, Reinhold; Katopodis, Andreas; Ernst, Beat 
CS Central Res. Lab. CIBA AG, Basel, CH-4002, Switz. 
SO Bioorganic & Medicinal Chemistry Letters (1996), 6(7), 759-62 

CODEN: BMCLE8; ISSN: 0960-894X 
PB Elsevier 
DT Journal 
LA English 
OS CASREACT 125:34008 

IT 177610-64-9P 177610-69-4P 177610-72-9P 
177610-73-0P 177610-74-1P 177610-75-2P 

RL: BPN (Biosynthetic preparation); BIOL (Biological study); PREP 
(Preparation) 

(enzymic fucosylation of non-natural trisaccharides with cloned 
fucosyltr an sf erase) 
RN 177610-64-9 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -0-p- 
D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
( l->3 ) ] -2-deoxy-2- [ ( 2 -methyl- 1 -oxopr opyl ) amino] -p-D- 
glucopyranosyl] oxy] -, 1 -methyl ester (9CI) (CA INDEX NAME) 



L13 ANSWER 36 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 
TI A Convenient and Efficient Synthesis of SLeX Analogs 
GI 




AB Described is the preparation and use of tetrasaccharide I, which enables a 
rapid and preparative scale synthesis of sialyl Lewis X (SLeX) analogs 
having 1-0- and 2-N-disubstituted glucosamine (GlcN) moieties. Such 
modifications should bring a dramatic change of the phys . and pharmacol. 
properties of the SLeX analogs. Therefore, tetrasaccharide I is a 



convenient intermediate for the synthesis of various SLeX analogs, since 
it has convertible 2- (trimethylsilyl) ethyl (SE) glycoside and the free 
amino group on GlcN moiety. The intermediate I was constructed from a 
glucosamine derivative by a highly efficient combined use of enzymic 
galactosylation/sialylation and chemical f ucosylation . Thus obtained I was 
converted into SLeX analogs by N-substitution followed by transformation 
of SE glycoside into other glycosides and deprotection . These synthesized 
analogs were found to inhibit cell adhesion of HL-60 cells to recombinant 
soluble human E-selectin. 

AN 1996:226273 HCAPLUS «LOGINID: : 20101026» 

DN 124:317729 

OREF 124:58937a, 58940a 

TI A Convenient and Efficient Synthesis of SLeX Analogs 

AU Hayashi, Masaji; Tanaka, Masashi; Itoh, Masanori; Miyauchi, Hiroshi 
CS Research Center, Sumitomo Pharmaceuticals Co. Ltd., Osaka, 554, Japan 
SO Journal of Organic Chemistry (1996), 61(9), 2938-45 

CODEN: JOCEAH; ISSN: 0022-3263 
PB American Chemical Society 
DT Journal 
LA English 

OS CASREACT 124:317729 

IT 176250-45-6P 176250-46-7P 

RL: BAC (Biological activity or effector, except adverse); BPN 
(Biosynthetic preparation); BSU (Biological study, unclassified); SPN 
(Synthetic preparation) ; BIOL (Biological study) ; PREP (Preparation) 



(synthesis of glucosamine-containing sialyl Lewis x analogs as E-selectin 
inhibitor) 



RN 176250-45-6 HCAPLUS 

CN p-D-Glucopyranoside, dodecyl 0- (N-acetyl-a-neuraminosyl ) - 
( 2->3 ) -O-p-D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L- 

galactopyranosyl- ( l->3 ) ] -2-deoxy-2- [ ( 1-oxobutyl) amino ] -, mono sodium 
salt (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H 0 




0 



Me 



Pr-n 



OH 



(CH2)H 



Me 



• Na 



RN 176250-46-7 HCAPLUS 

CN p-D-Glucopyranoside, ethyl 0- (N-acetyl-a-neuraminosyl ) - 
( 2->3 ) -O-p-D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L- 



galactopyranosyl- ( l->3 ) ] -2-deoxy- 
salt (9CI) (CA INDEX NAME) 



-2- [ (1-oxobutyl) amino] -, monosodium 



Absolute stereochemistry. 




0" 



OEt 



0 



Me 



OH 



Pr-n 



• Na 



OSC.G 30 THERE ARE 30 CAPLUS RECORDS THAT CITE THIS RECORD (30 CITINGS) 

LI 3 ANSWER 37 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Structure of a decasacchar ide isolated by mild acid degradation and 

dephosphorylation of the lipopolysaccharide of Pseudomonas fluorescens 

strain ATCC 49271 

AB Mild acid degradation of the Pseudomonas fluorescens strain ATCC 49271 

lipopolysaccharide resulted in a core oligosaccharide containing D-glucose, 
2-acetamido-2-deoxy-D-glucose, 2- (L-alanylamino) -2-deoxy-D-galactose, 
2-acetamido-2, 6-dideoxy-D-glucose (QuiNAc) , 

2-acetamido-2 , 6-dideoxy-L-galactose (FucNAc) , L-glycero-D-manno-heptose 
(Hep), 3-deoxy-D-manno-octulosonic acid (Kdo, present in multiple forms), 
and 5-acetamidino-7-acetamido-3 , 5, 7, 9-tetradeoxy-L-glycero-D-galacto- 
nonulosonic acid (a di-N-acyl derivative of legionaminic acid, Non) as well as 
O-acetyl, O-carbamoyl, and phosphate groups, including triphosphate 
groups. The dephosphorylated (HF) decasacchar ide and products of its 
partial and full O-deacylation were studied by methylation anal., GLC-MS, 
and 1H NMR spectroscopy, including ID NOE and 2D shift-correlated 
spectroscopy (COSY). The core oligosaccharide of P. fluorescens strain 
ATCC 49271 was found to be a decasacchar ide (with a partially degraded Kdo 
region) and one O-antigen repeating unit (di-N-acyllegionaminic acid, Non) 
attached. The structure of the dephosphorylated core oligosaccharide is 
reported . 

AN 1996:203373 HCAPLUS <<LOGINID: : 20101026>> 

DN 124:255405 

OREF 124:47205a, 47208a 

TI Structure of a decasacchar ide isolated by mild acid degradation and 

dephosphorylation of the lipopolysaccharide of Pseudomonas fluorescens 

strain ATCC 49271 
AU Knirel, Yuriy A.; Helbig, Juergen H.; Zaehringer, Ulrich 
CS Forschungszentrum Borstel, Zentrum Medizin Biowissenschaf ten, Borstel, 

23845, Germany 
SO Carbohydrate Research (1996), 283, 129-39 

CODEN: CRBRAT; ISSN: 0008-6215 
PB Elsevier 
DT Journal 



LA English 

IT 175361-46-3D, phosphorylated 

RL: BOC (Biological occurrence); BSU (Biological study, unclassified); PRP 
(Properties); BIOL (Biological study); OCCU (Occurrence) 

(structure of core decasaccharide and attached 0 antigen from 
lipopolysaccharide of Pseudomonas fluorescens) 
RN 175361-46-3 HCAPLUS 

CN a-D-manno-2-0ctulopyranosonic acid, 

0-2- (acetylamino) -2-deoxy-p-D-glucopyranosyl- ( l->2 ) -0- [0-7- 

(acetylamino) -3,5,7, 9-tetradeoxy-5- [ ( 1-iminoethyl ) amino] -L-glycero-a- 
D-galacto-2-nonulopyranosonosyl- (2->4) -0-3-0-acetyl-2- (acetylamino) - 
2, 6-dideoxy-a-L-galactopyranosyl- ( l->3 ) -2- (acetylamino) -2, 6- 
dideoxy-p-D-glucopyranosyl- ( l->3 ) ] -O-p-D-glucopyranosyl- 

( l->3 ) -0- [ 6-0-acetyl-a-D-glucopyranosyl- ( l->4 ) ] -0- ( S ) -2- 

[ ( 2-amino-l-oxopropyl ) amino] -2-deoxy-a-D-galactopyranosyl- 

(l->3) -0-7-0- (aminocarbonyl) -L-glycero-a-D-manno- 
heptopyranosyl- ( l->3 ) -L-glycero-a-D-manno-heptopyranosyl- 

(1^5) -3-deoxy- (9CI) (CA INDEX NAME) 



PAGE 1-A 




PAGE 1-B 





IT 175361-47-4D, phosphorylated 

RL: BOC (Biological occurrence); BSU (Biological study, unclassified); PRP 
(Properties); BIOL (Biological study); OCCU (Occurrence) 

(structure of core decasacchar ide from lipopolysaccharide of 
Pseudomonas fluorescens) 
RN 175361-47-4 HCAPLUS 

CN a-D-manno-2-0ctulopyranosonic acid, 

0-3-0-acetyl-2- ( acetylamino ) -2, 6-dideoxy-a-L-galactopyranosyl- 
(l->3) -0-2- (acetylamino) -2, 6-dideoxy-p-D-glucopyranosyl- 
(1^3) -0- [2- (acetylamino) -2-deoxy-p-D- 

glucopyranosyl ( l->2 ) ] -0-(3-D-glucopyranosyl- ( l->3 ) -0- [6-0- 
acetyl-a-D-glucopyranosyl- ( l->4) ] -0- (S) -2- [ (2-amino-l- 
oxopropyl) amino] -2-deoxy-a-D-galactopyranosyl- ( l->3 ) -0-7-0- 
(aminocarbonyl) -L-glycero-a-D-manno-heptopyranosyl- ( l->3 ) -0-L- 
glycero-a-D-manno-heptopyranosyl- (l->5) -0- [ 3-deoxy-a-D- 
manno-2-octulopyranosonosyl- (2->4) ] -3-deoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 




PAGE 1-B 




PAGE 2 -A 
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L13 ANSWER 38 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Structural elucidation of the lipopolysacchar ide core region of the 

O-chain-def icient mutant strain A28 from Pseudomonas aeruginosa serotype 
06 (International Antigenic Typing Scheme) 

AB The lipopolysaccharide (LPS) of the P. aeruginosa serotype 06 rough-type 

mutant A2 8 was isolated by a modified PhOH-CHC13-petroleum ether extraction 
method. Deoxycholate-PAGE indicated a single band with mobility similar 
to that of the complete core region of the wild-type parent serotype 06 
(International Antigenic Typing Scheme) strain. Compositional anal, of 
the LPS indicated that the core oligosaccharide was composed of D-glucose 
(3 units), L-rhamnose (1 unit), 2-amino-2-deoxy-D-galactose (1 unit), 
L-glycero-D-mannoheptose (2 units), 3-deoxy-D-mannooctulosonic acid (2 
units), L-alanine (1 unit), and phosphate (2 units). Under the mild 
conditions of hydrolysis with methanolic HC1, a 7-O-carbamoyl substituent 
was observed on the 2nd heptose residue. The glycan structure of the LPS was 
determined by employing 1- and 2-dimensional NMR spectroscopy and mass 
spectrometry-based methods with a backbone oligosaccharide that was 
obtained from the LPS by deacylation, dephosphorylation, and reduction of the 
terminal glucosamine. On the basis of the results of the present study 
and earlier work with the P. aeruginosa 06-derived core-defective mutant 
R5, a structural model for the complete core oligosaccharide is proposed. 

AN 1995:956852 HCAPLUS «LOGINID : : 20101026>> 

DN 124:4610 

OREF 124:995a, 998a 

TI Structural elucidation of the lipopolysaccharide core region of the 

O-chain-def icient mutant strain A28 from Pseudomonas aeruginosa serotype 

06 (International Antigenic Typing Scheme) 
AU Masoud, Hussein; Sadovskaya, Irina; de Kievit, Teresa; Altman, Eleonora; 

Richards, James C; Lam, Joseph S. 
CS Inst. Biological Sciences, National Research Council Canada, Ottawa, ON, 

K1A 0R6, Can. 

SO Journal of Bacteriology (1995), 177(23), 6718-26 

CODEN: JOBAAY; ISSN: 0021-9193 
PB American Society for Microbiology 
DT Journal 
LA English 
IT 171422-54-1 



RL: PRP (Properties) 

(structure of the lipopolysaccharide core region of the 
O-chain-def icient mutant strain A28 from Pseudomonas aeruginosa 
serotype 06) 
RN 171422-54-1 HCAPLUS 

CN a-D-manno-2-Octulopyranosonic acid, 

O-6-deoxy-a-L-mannopyranosyl- ( l->6 ) -0- [a-D- 
glucopyranosyl- ( l->3 ) ] -O-a-D-glucopyranosyl- ( l-»4 ) -0- 
[p-D-glucopyranosyl- ( l->3 ) ] -0-2- [ ( 2-amino-l-oxopropyl ) amino] -2- 
deoxy-a-D-galactopyranosyl- ( l->3 ) -0-7-0- (aminocarbonyl ) -L- 
glycero-a-D-manno-heptopyranosyl- ( l->3 ) -0-2, 4-di-O-phosphono-L- 
glycero-a-D-manno-heptopyranosyl- ( l->5) -0-3-deoxy-a-D- 
manno-2-octulopyranosonosyl- (2->4) -3-deoxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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L13 ANSWER 39 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Preparation of Sialyl Lewis X analogs as inhibitors of cellular adhesion 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 



AB The title compds . I [Z = H, acyl, etc.; Y = CO, etc.; Rl = aryl, etc.; or 
R1Y = chloroacetyl, etc.; R2 = H, hydrocarbyl, etc.; or OR2 together form 
a hydrocarbyl carbamate; R3 = H, acyl; R4 = H, alkyl, etc.; R7 = Me, etc.; 
X = acyloxy, etc.] are prepared In an in vitro E-selectin cell adhesion 
assay, the IC50 of SLex was 6 times that of the title compound II (preparat 
given) . 

AN 1995:789113 HCAPLUS <<LOGINID: : 20101026>> 

DN 123:199299 

OREF 123:35605a, 35608a 

TI Preparation of Sialyl Lewis X analogs as inhibitors 
IN Defrees, Shawn A.; Gaeta, Federico C. A.; Gaudino, 

Zhongli; Hayashi, Masaji 
PA Cytel Corp., USA 
SO PCT Int. Appl., 137 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
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MARPAT 123:199299 
167755-60-4P 167755-62-6P 



RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of Sialyl Lewis X analogs as inhibitors of cellular adhesion) 
RN 167755-60-4 HCAPLUS 

CN p-D-Galactopyranoside, ethyl 0- (N-acetyl-a-neuraminosyl ) - 
( 2->3 ) -O-p-D-galactopyranosyl- ( l->4) -0- [ 6-deoxy-a-L- 

galactopyranosyl- ( l->3 ) ] -0-2-deoxy-2- [ ( l-oxo-3-phenylpropyl ) amino] - 
p-D-glucopyranosyl- ( l->3 ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OH 




NHAc OH 



RN 167755-62-6 HCAPLUS 

CN p-D-Galactopyranoside, ethyl 0- (N-acetyl-a-neuraminosyl ) - 
( 2->3 ) -O-p-D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L- 
galactopyranosyl- ( l->3 ) ] -0-2-deoxy-2- [ (phenylacetyl ) amino] -p-D- 
glucopyranosyl- ( l->3 ) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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L13 ANSWER 40 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Synthesis and purification by HPLC of des-O-acyl partial structures of 
Escherichia coli Re lipopolysaccharide 

AB Four compds . corresponding to partial structures of Re-type 

lipopolysaccharide (LPS) were synthesized for precise investigation of 

immunol. properties of the 3-deoxy-D-manno-2-octulosonic acid (Kdo) -containing 

inner core and lipid A regions of LPS. The synthetic compds. lack all the 

ester-bound acyl groups which are present in natural LPS but known to be 

not essential for the antigenicity. The simplest compound is 

N, N ' -diacylated glucosamine pi-6 disaccharide 4 ' -monophosphate (I) 

which corresponds to the des-O-acyl derivative of 1-dephospho lipid A. The 

other three contain one or two Kdo moieties linked to I. The most complex 

one is a tetrasaccharide equivalent to the des-O-acylated 1-dephosphorylated 

derivative of LPS from Escherichia coli Re-mutant. Syntheses were performed 

by stepwise condensation of appropriately protected sugar moieties and 

final hydrogenolytic deprotection . The synthetic des-O-acyl LPS analogs 

were effectively purified by means of reversed phase HPLC to give 



homogeneous prepns. 
AN 1995:215167 HCAPLUS «LOGINID : : 20101026» 
DN 122:265831 
OREF 122 : 48548h, 48549a 

TI Synthesis and purification by HPLC of des-O-acyl partial structures of 

Escherichia coli Re lipopolysaccharide 
AU Fukase, K.; Kurosawa, M. ; Kusumoto, S. 

CS Faculty of Science, Osaka University, Toyonaka, 560, Japan 
SO Journal of Endotoxin Research (1994), 1(3), 149-63 

CODEN: JENREB; ISSN: 0968-0519 
DT Journal 
LA English 

IT 162718-17-4P 162718-19-6P 162718-21-0P 
162718-22-1P 162718-23-2P 162718-24-3P 
162718-26-5P 162718-29-8P 162761-31-1P 
162761-33-3P 162761-34-4P 162761-35-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(synthesis and purification by HPLC of de-O-acyl partial structures of 
Escherichia coli Re lipopolysaccharide) 

RN 162718-17-4 HCAPLUS 

CN a-D-Glucopyranoside, 2-propenyl 

2-deoxy-6-0- [ 2-deoxy-4-0- (diphenoxyphosphinyl ) -2- [ [l-oxo-3- 
(phenylmethoxy ) tetradecyl] amino] -3-0- (phenylmethyl ) -p-D- 
glucopyranosyl ] -2- [ [ l-oxo-3- (phenylmethoxy) tetradecyl ] amino] -3-0- 
( phenylmethyl) -, [2(R),6(R)]- (9CI) (CA INDEX NAME) 



L13 ANSWER 41 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Use of human-milk fucosyltransf erase in the chemoenzymic synthesis of 

analogs of the sialyl Lewisx and sialyl Lewisa tetrasaccharides modified 

at the C-2 position of the reducing unit 
AB Two series of trisaccharides, having the formulas 

cc-Neu5Ac- ( 2->3 ) -p-D-Gal- ( l->4 ) -p-D-GlcZ-OR and 

cc-Neu5Ac- ( 2^3 ) -p-D-Gal- ( l->3 ) -p-D-GlcZ-OR [R 

= (CH2) 8C02CH3] resp., in which the 2-deoxy substituent Z is azido, 
propionamido, or acetamido, were prepared by chemical synthesis. Both types 
modified trisaccharides are acceptors for a fucosyltransf erase preparation 
obtained from human milk. Preparative f ucosylations using this enzyme 
provided analogs of the sialyl Lewisx and sialyl Lewisa tetrasaccharide 
structures, which have been proposed to be ligands for cell-adhesion mols. 
These syntheses further demonstrate the utility of glycosyltransf erases in 
the preparation of oligosaccharide analogs. 

AN 1994:299159 HCAPLUS <<LOGINID : : 20101026>> 

DN 120:299159 

OREF 120:52741a, 52744a 

TI Use of human-milk fucosyltransf erase in the chemoenzymic synthesis of 

analogs of the sialyl Lewisx and sialyl Lewisa tetrasaccharides modified 

at the C-2 position of the reducing unit 
AU Nikrad, Pandurang V.; Kashem, Mohammed A.; Wlasichuk, Kenneth B.; Alton, 

Gordon; Venot, Andre P. 
CS Carbohydr. Res. Program, Alberta Res. Counc, Edmonton, AB, T6H 5X2, Can. 
SO Carbohydrate Research (1993), 250(1), 145-60 

CODEN: CRBRAT; ISSN: 0008-6215 
DT Journal 
LA English 

OS CASREACT 120:299159 

IT 148076-42-0P 148226-01-1P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 148076-42-0 HCAPLUS 



CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -0-p- 
D-qalactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
( l->3 ) ] -2-deoxy-2- [ ( 1-oxopropyl ) amino] -p-D-glucopyranosyl ] oxy] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 



H0 CR l .Ol .0- (CH2) 8-C-OMe 



NH— C— Et 




NHAc CH-CH-CH 2 -0H 
OH OH 



RN 148226-01-1 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl )-( 2->3 ) -0-p- 
D-qalactopyranosyl- ( l->3 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
( l->4 ) ] -2-deoxy-2- [ ( 1-oxopropyl) amino] -p-D-glucopyranosyl ] oxy] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 



OH 
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L13 ANSWER 42 OF 63 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Reducing inflammation by time-dependent administration of oligosaccharide 



glycosides related to blood group determinants 

AB Disclosed are methods for reducing the degree of antigen-induced 

inflammation in a sensitized mammal. The disclosed methods employ 
oligosaccharide glycosides related to blood group determinants having a 
type I or type Ii core structure wherein the administration of such 
oligosaccharide glycosides is after initiation of the mammal's immune 
response but at or prior to one-half the period of time required to effect 
maximal antigen-induced inflammation. Mice injected with sialyl 
Lewisx-0(CH2) 8C02CH3 had the most reduction in the footpad swelling assay for 
inhibition of DTH inflammatory response compared to control mice. The 
treatment also imparts tolerance to still later challenges from the same 
antigen. Preparation of oligosaccharide glycosides is described. 
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OS MARPAT 120:153713 

IT 148076-42-0P 148226-01-1P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, preparation of oligosaccharide glycosides related to blood 

group 

determinants I or Ii core structures in relation to) 
RN 148076-42-0 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) — 0— 13— 
D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
( l->3 ) ] -2-deoxy-2- [ ( 1-oxopropyl ) amino] -p-D-glucopyranosyl ] oxy ] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 




RN 148226-01-1 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -O-p- 
D-galactopyranosyl- ( l->3 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
( l->4) ] -2-deoxy-2- [ ( 1-oxopropyl ) amino] -p-D-glucopyranosyl ] oxy ] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 



OH 




NHAc OH OH 
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TI Building units of oligosaccharides. CV. Synthesis of the pentasaccharide 
L-a-D-Hep- ( l->3 ) -L-a-D-Hep- ( l->5 ) -a-Kdo- 

(2->6)-p-D-GlcNhm-(l->6)-D-GlcNhm of the linear core and 
lipid A structure of lipopolysaccharides 
AB Using the trichloroacetimidate method, a trisaccharide donor containing the 



sequence L-a-D-Hep- ( l->3 ) -L-a-D-Hep- ( l->35 ) - 

a-Kdo was prepared This block was coupled stereoselectively with a 
lipid A analog acceptor composed of two glucosamine units, giving the 
pentasaccharide. Deblocking yielded the pentasaccharide 
L-a-D-Hep- ( l->3 ) -L-a-D-Hep- ( l->5 ) -a-Kdo- 
(2->6)-p-D-GlcNhm-(l->6)-D-GlcNhm [I, Nhm = 

(R) -3-hydroxymyristoyl ] , which represents the linear structures of the 
inner core and lipid A chain of lipopolysaccharides . Sheep erythrocytes 
can be coated with I by incorporation of the fatty acids into the cell 
membrane. This complex presents the antigenic determinant composed of two 
heptose residues and one Kdo residue above the cell surface. 
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TI Building units of oligosaccharides. CV. Synthesis of the pentasaccharide 
L-a-D-Hep- ( l->3 ) -L-a-D-Hep- ( l->5 ) -a-Kdo- 

(2^6)-p-D-GlcNhm-(l->6)-D-GlcNhm of the linear core and 
lipid A structure of lipopolysaccharides 
AU Paulsen, Hans; Hoeffgen, Elisabeth C. 

CS Inst. Org. Chem., Univ. Hamburg, Hamburg, W-2000/13, Germany 
SO Liebigs Annalen der Chemie (1993), (5), 531-41 

CODEN: LACHDL; ISSN: 0170-2041 
DT Journal 
LA German 

IT 153119-69-8P 153145-98-3P 153145-99-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(intermediate in preparation of lipid A pentasaccharide) 

RN 153119-69-8 HCAPLUS 

CN a-D-Glucopyranoside, phenylmethyl 

0-2, 3,4,6, 7-penta-O-acetyl-L-glycero-a-D-manno-heptopyranosyl- 

( l->3 ) -0-2 ,4,6, 7-tetra-O-acetyl-L-glycero-a-D-manno- 

heptopyranosyl- (l->5) -0-4, 7, 8-tri-0-acetyl-3-deoxy-l-methyl-a- 

D-manno-2-octulopyranosonosyl- (2->6 ) -0-3, 4-di-0-acetyl-2-deoxy-2- [ [ 1- 

oxo-3- (phenylmethoxy) tetradecyl] amino] -p-D-glucopyranosyl- 

( l->6 ) -2-deoxy-2- [ [ l-oxo-3- (phenylmethoxy ) tetradecyl ] amino ] -3-0- 

( phenylmethyl) -, 4-acetate, [2(R),6(R)]- (9CI) (CA INDEX NAME) 




PAGE 1-B 




C-CH 2 -CH- (CH 2 ) 10-Me 
0 0-CH2-Ph 



CH2-Ph 

— CH2-Ph 

(CH2) 10-Me 

RN 153145-98-3 HCAPLUS 

CN a-D-Glucopyranoside, phenylmethyl 

0-2, 3,4,6, 7-penta-O-acetyl-L-glycero-a-D-manno-heptopyranosyl- 
(l->3) -0-2, 4, 6, 7-tetra-O-acetyl-L-glycero-a-D-manno- 
heptopyranosyl- (l->5) -0-4, 7, 8-tri-0-acetyl-3-deoxy-l-methyl-a- 
D-manno-2-octulopyranosonosyl- ( 2->6 ) -0-2-deoxy-2- [ [ l-oxo-3- 
(phenylmethoxy ) tetradecyl] amino] -3, 4-0- [ 1 , 1 , 3 , 3-tetrakis ( 1 -methyl ethyl ) - 
1, 3-disiloxanediyl] -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ 1-oxo- 
3- (phenylmethoxy) tetradecyl] amino] -3-0- (phenylmethyl) - , [2(R),6(R)]- (9CI) 
(CA INDEX NAME) 
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OAc 



OAc 



OAc 




0 



0 



CH2 



i-Pr 



PAGE 2 -A 




0 0-CH2-Ph 



RN 153145-99-4 HCAPLUS 

CN a-D-Glucopyranoside, phenylmethyl 

0- L-glycero-a-D-manno-heptopyranosyl- ( l->3 ) -0- L-glycero- 
a-D-manno-heptopyranosyl- ( l->5 ) -0-3-deoxy-l-methyl-a-D- 
manno-2-octulopyranosonosyl- ( 2->6 ) -0-2-deoxy-2- [ [ l-oxo-3- 
(phenylmethoxy) tetradecyl] amino] -p-D-glucopyr anosyl- ( l->6 ) -2- 
deoxy-2- [ [ l-oxo-3- (phenylmethoxy) tetradecyl] amino] -3-0- (phenylmethyl ) -, 
[2(R),6(R)]- (9CI) (CA INDEX NAME) 



PAGE 1-A 
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C-CH2-CH- (CH2)lO^Me 

0 0-CH2-Ph 

CH2-Ph 

— CH2-Ph 

(CH2) lQ-Me 



IT 122116-57-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(reactant in preparation of lipid A pentasaccharide) 
RN 122116-57-8 HCAPLUS 
CN a-D-Glucopyranoside, phenylmethyl 

2-deoxy-6-0- [ 2-deoxy-2- [ [ l-oxo-3- (phenylmethoxy ) tetradecyl ] amino] -3,4 
[1, 1, 3, 3-tetrakis (1-methylethyl) -1, 3-disiloxanediyl] -p-D- 
glucopyranosyl ] -2- [ [l-oxo-3- (phenylmethoxy) tetradecyl ] amino] -3-0- 
( phenylmethyl) -, [2(R),6(R)]- (9CI) (CA INDEX NAME) 



0-CH2-Ph 
NH C CH2 CH (CH2)lO~Me 

/0- CH2~Ph 




-C-CH2-CH- 



0-CH2~Ph 
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— (CH2) lQ-Me 
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GI 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 



AB The synthesis of the lipopolysaccharide fragment fragment I [R = 

CO(CH2)12Me] is performed via anomeric O-alkylation . With this objective, 
the 2-azido-3-0-benzyl-2-deoxy-6-0-trif luoromethanesulf onyl-p-D- 
glucopyranosides, e.g. II, were synthesized from D-glucal and employed as 
alkylating agents. 
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TI Synthesis of KDO a-glycosides of lipid A derivatives 
AU Rembold, Hansjoerg; Schmidt, Richard R. 
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SO Carbohydrate Research (1993), 246, 137-59 

CODEN: CRBRAT; ISSN: 0008-6215 
DT Journal 
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152756-78-0P 152882-74-1P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(intermediate in preparation of KDO a-glycolipids ) 
RN 152756-75-7 HCAPLUS 

CN a-D-Glucopyranose, 0-3-deoxy-N-methyl-4, 5, 7, 8-tetrakis-O- 

(triethylsilyl ) -a-D-manno-2-octulopyranosonamidosyl- ( 2->6 ) -0-2- 
deoxy-4-O- ( diphenoxyphosphinyl ) -2- [ [ l-oxo-3- [ ( 1- 
oxododecyl) oxy] tetradecyl] amino] -3-0- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3 - [ ( 1- 

oxododecyl) oxy] tetradecyl] amino] -3, 4-bis-O- (phenylmethyl) -, [2 (R) , 6 (R) ] - 
(9CI) (CA INDEX NAME) 




PAGE 1-B 



— SiEt3 

-0— SiEt3 



— CH— CH2- 0- SiEt3 
0- SiEt3 



RN 152756-76-8 HCAPLUS 

CN a-D-Glucopyranose, 0-3-deoxy-N-methyl-4 , 5 , 7 , 8-tetrakis-O- 

(triethylsilyl) -a-D-manno-2-octulopyranosonamidosyl- ( 2->6 ) -0-2- 
deoxy-4-0- ( diphenoxyphosphinyl ) -2- [ [ l-oxo-3- [ ( 1- 
oxododecyl) oxy] tetradecyl] amino] -3-0- (phenylmethyl ) -|3-D- 
glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3- [ ( 1- 

oxododecyl) oxy ] tetradecyl ] amino] -3, 4-bis-0- (phenylmethyl) -, 1-acetate, 
[2(R),6(R)]- (9CI) (CA INDEX NAME) 



Me- (CH2) 10-C-O 0 

Me- (CH2) 1Q-CH-CH2-C-NH 




AcO 

Me- ( CH2 ) 1 0 - CH- CH2- C~ NH 
Me- (CH2) 1Q-C-0 0 



0 P OPh 
0-CH2 ^ 



- SiEt3 

-0— SiEt3 



~CE— CH2-0-SiEt3 
0— SiEt3 



RN 152756-77-9 HCAPLUS 

CN a-D-Glucopyranose, 0-3-deoxy-N-methyl-a-D-manno-2- 

octulopyranosonamidosyl- ( 2->6 ) -0-2-deoxy-4-0- (diphenoxyphosphinyl ) -2- 
[ [l-oxo-3- [ ( 1-oxododecyl ) oxy] tetradecyl] amino] -3-0- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [l-oxo-3- [ (1- 

oxododecyl) oxy] tetradecyl] amino] -3, 4-bis-0- (phenylmethyl) -, 1-acetate, 
[2(R),6(R)]- (9CI) (CA INDEX NAME) 



Me- (CH2) 10-C-O 0 

Me- (CH2) 1Q-CH— CH2-C-NH 




AcO' 

Me- (CH2) 10-CH-CHj C 11H 
Me- (CH 2 ) 10-C-O 



0- P- OPh 
0-CH2 Jjp h 
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OH 

^CH-CH2-0H 
^OH 

RN 152756-78-0 HCAPLUS 

CN a-D-Glucopyranose, 0-4, 5,7, 8-tetra-0-acetyl-3-deoxy-N-methyl-a- 
D-manno-2-octulopyranosonamidosyl- ( 2->6 ) -0-2-deoxy-4-0- 

(diphenoxyphosphinyl ) -2- [ [ l-oxo-3- [ ( 1-oxododecyl ) oxy ] tetradecyl ] amino] -3-0- 
(phenylmethyl ) -(3-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3 - 
[ (1-oxododecyl) oxy ] tetradecyl ] amino] -3, 4-bis-0- (phenylmethyl ) -, 1 -acetate, 
[2(R),6(R)]- (9CI) (CA INDEX NAME) 
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OAc 

^-CH-CH2-OAc 



"~OAc 



RN 152882-74-1 HCAPLUS 

CN p-D-Glucopyranose, 0-3-deoxy-N-methyl-4, 5, 7, 8-tetrakis-O- 

(triethylsilyl) -a-D-manno-2-octulopyranosonamidosyl- ( 2->6 ) -0-2- 
deoxy-4-0- ( diphenoxyphosphinyl ) -2- [ [ l-oxo-3- [ ( 1- 
oxododecyl) oxy] tetradecyl] amino] -3-0- (phenylmethyl ) -p-D- 
glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3- [ ( 1- 

oxododecyl) oxy ] tetradecyl ] amino] -3, 4-bis-0- (phenylmethyl) -, [2 (R) , 6 (R) ] - 
(9CI) (CA INDEX NAME) 



PAGE 1-A 




PAGE 1-B 

— SiEt3 

-0-SiEt3 

CH— CH2- 0- SiEt3 
0- SiEt3 
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TI Preparation of modified sialyl Lewisx compounds as antigens 

GI 



HO 



R40. 




CH2R 1 



YR 



I 



AB Title compds . I [R = H, oligosaccharide, sugar; Rl, R2 = H, primary, 
secondary, or tertiary amine halo, sulfate, (un) substituted imino, 
thioalkyl, ester; R3 = H, F, OH; R4 = sialyl; R5 = L-fucosyl); Y = 0, S, 
NH, band]. Thus, I [R = (CH2)8C02Me, Rl = R3 = H, R2 = H3, NH2, NHAc, 
NHPr; R4 = sialyl, R5 = L-fucosyl] were prepared via sialylation and 
fucosidation of oligosaccharide in the presence of f ucosyltransf erase . 
Coupling of one or more of I to antigenic carrier such as proteins, human 
serum albumin, diphtheria, or tetanus toxoid, results in a product 
described as artificial antigen. 
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OS MARPAT 119:117752 



IT 148076-42-0P 

RL: SPN (Synthetic preparation); PREP (Preparation) 



(preparation of) 



RN 148076-42-0 HCAPLUS 



CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -O-p- 
D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 



( l->3 ) ] -2-deoxy-2- [ ( 1-oxopropyl ) amino] -p-D-glucopyranosyl ] oxy ] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 




NHAc CH-CH-CH 2 -OH 



OH OH 
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TI Modified sialyl Lewisa compounds 

GI 




AB Oligosaccharides I [X = 0, S, NH, bond; R = H, monosaccharide, 

oligosaccharide, aglycon; Rl = H, (un) substituted NH2, SH, Br, CI, F, N3, 
sulfate; R2 = H, (un) substituted NH2, CI, F, sulfate; R3 = H, OH, F; R4 = 
sialyl; R5 = L-fucosyl] were prepared as Lewisa analogs. Thus, the 
trisaccharide II (R5 = H, R6 = Ac, R7 = CH2Ph) was hydrogenoly zed, 
deacetylated, and treated with guanosine 5 ' - (P-l-f ucopyranosyl ) 
diphosphate in the presence of 



PGal ( l->3 , 4 ) PGlcNAc ( 2->3 / 4 ) a ( l->3 / 4 ) 

f ucosyltransf erase from human milk to give II (R5 = L-fucosyl, R6, R7 
which could be conjugated with carriers to give an artificial Lewisa 
antigen . 
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TI Modified sialyl Lewisa compounds 
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(preparation of) 
RN 148226-01-1 HCAPLUS 

CN Nonanoic acid, 9- [ [O- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -O-p- 
D-galactopyranosyl- ( l-»3 ) -O- [ 6-deoxy-a-L-galactopyranosyl- 
(l->4) ] -2-deoxy-2- [ ( 1-oxopropyl ) amino] -p-D-glucopyr anosyl ] oxy] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 
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TI Higher-affinity oligosaccharide ligands for E-selectin 

AB A series of synthetic oligosaccharides based on sialyl Lewis x (sLex; 

Neu5Accc2-3Gaipi-4 [Fucal-3 ] GlcNAc) and sialyl Lewis a 

(sLea; Neu5Aca2-3Gaipi-3 [Fucal-4] GlcNAc) was used to 

study the binding interactions of selectins. E-selectin-Ig fusion protein 
(E-selectin-Ig) bound to immobilized bovine serum albumin 

(BSA) -neoglycoproteins containing sLex or sLea in a Ca2+-dependent manner. 
Solution-phase sLex tetrasaccharide blocked this interaction by 50% at a 
concentration of 750 \xM (IC50). The sLea was more effective (IC50 = 220 
|uM) , while nonsialylated, nonf ucosylated derivs. showed little or no 
activity at concns. up to 1 mM. Attachment of an 8-methoxycarbonyloctyl 
aglycon in a P linkage to the anomeric carbon of the GlcNAc of sLex 
or sLea increased their blocking activity nearly 2-fold. Finally, 
replacement of the 2-N-acetyl substituent of the GlcNAc by an azido or 
amino group resulted in substantial increases in activity, with the most 
potent inhibitor being amino substituted sLea, which was 36-fold more 
active (IC50 = 21 |uM) than the reducing tetrasaccharide sLex. In 
contrast to results obtained with E-selectin-Ig, P-selectin-Ig binding to 
immobilized BSA-sLea was blocked modestly by most oligosaccharides at 1 
mM, with no substantial differences among them. IC50 values of soluble 
oligosaccharides determined in competitive binding studies accurately predicted 
blocking of leukocyte adhesion to recombinant E-selectin-Ig and to 
cytokine-activated endothelium. 
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TI Higher-affinity oligosaccharide ligands for E-selectin 
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Bevilacqua, Michael P. 
CS Howard Hughes Med. Inst., Univ. California, San Diego, CA, 92093-0669, USA 
SO Journal of Clinical Investigation (1993), 91(3), 1157-66 

CODEN: JCINAO; ISSN: 0021-9738 
DT Journal 



LA English 

IT 148076-42-0 

RL: BIOL (Biological study) 

(E-selectin binding of, structure in) 
RN 148076-42-0 HCAPLUS 

CN Nonanoic acid, 9- [ [0- (N-acetyl-a-neuraminosyl ) - ( 2->3 ) -O-p- 
D-galactopyranosyl- ( l->4 ) -0- [ 6-deoxy-a-L-galactopyranosyl- 
( l->3 ) ] -2-deoxy-2- [ ( 1-oxopropyl ) amino] -p-D-glucopyranosyl ] oxy ] - 
, 1 -methyl ester (9CI) (CA INDEX NAME) 



0 
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TI Synthesis of a 3-ether analog of lipid A 

GI 




AB Lipid A 3-ether analogs, e.g. I [R = (R) -3- (hydroxy) tetradecanoyl, Rl = 
(RS ) -3- (hydroxy ) decanoyl ] , were synthesized from allyl 
2-deoxy-4, 6-0-isopropylidene-2-trif luoroacetamido-a-D- 
glucopyranoside and 3, 4, 6-tri-0-acetyl-2-trif luoroacetamido-a-D- 
glucopyranosyl bromide. Compound I showed any endotoxic activity. 

AN 1992:152232 HCAPLUS «LOGINID : : 20101026» 

DN 116:152232 



OREF 116:25785a, 25788a 

TI Synthesis of a 3-ether analog of lipid A 

AU Shiozaki, Masao; Kobayashi, Yoshiyuki; Arai, Masami; Ishida, Noboru; 

Hiraoka, Tetsuo; Nishijima, Masahiro; Kuge, Sayuri; Otsuka, Toshiaki; 

Akamatsu, Yuzuru 
CS New Lead Res. Lab., Sankyo Co., Ltd., Tokyo, 140, Japan 
SO Carbohydrate Research (1991), 222, 69-82 

CODEN: CRBRAT; ISSN: 0008-6215 
DT Journal 
LA English 

OS CASREACT 116:152232 

IT 139629-71-3P 139629-87-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and benzyloxycarbonylation of) 

RN 139629-71-3 HCAPLUS 

CN a-D-Glucopyranoside, 2-propenyl 

2-deoxy-6-0- [ 2-deoxy-3-0- [ l-oxo-3- (phenylmethoxy ) tetradecyl ] -2- [ [ l-oxo-3 - 
(phenylmethoxy ) tetradecyl ] amino] -p-D-glucopyr anosyl ] -2- [ [ l-oxo-3 - 
(phenylmethoxy) tetradecyl] amino] -3-0- [3- (phenylmethoxy) decyl] -4-0- 
(phenylmethyl)-, [ 2 (R) , 3 (R) , 6 [ 2 (R) , 3 (R) ] ] - (9CI) (CA INDEX NAME) 
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TI Synthesis of 2-deoxy-2- [( 3R) -3-hydroxytetradecanamido ] -3-0- [( 3R) -3- 
hydroxytetradecanyl] -a-D-glucopyr anosyl dihydrogen phosphate and 
2-deoxy-2- [ 3R) -3-hydroxy-tetradecanamido] -3-0- [ (3R) -3-hydroxytetradecanyl ] - 
4-0-phosphono-D-glucopyranose 




AB Both a 2-0-allyl lipid X analog, e.g. I, and its 4-0-phosphono isomer were 
synthesized from allyl 2-deoxy-4, 6-0-isopropylidene-2-trif luoroacetamido- 
a-D-glucopyranoside . Antitumor activity in vitro of these compds . 
on the macrophage-like mouse cell line J744, is described. 

AN 1992:152231 HCAPLUS «L0GINID : : 20101026>> 

DN 116:152231 

OREF 116:25785a, 25788a 

TI Synthesis of 2-deoxy-2- [( 3R) -3-hydroxytetradecanamido ] -3-0- [( 3R) -3- 
hydroxytetradecanyl] -a-D-glucopyranosyl dihydrogen phosphate and 
2-deoxy-2- [3R) -3-hydroxy-tetradecanamido] -3-0- [ (3R) -3-hydroxytetradecanyl] - 
4-0-phosphono-D-glucopyranose 

AU Shiozaki, Masao; Kobayashi, Yoshiyuki; Ishida, Noboru; Arai, Masami; 

Hiraoka, Tetsuo; Nishijima, Masahiro; Kuge, Sayuri; Otsuka, Toshiaki; 
Akamatsu, Yuzuru 



CS New Lead Res. Lab., Sankyo Co., Ltd., Tokyo, 140, Japan 
SO Carbohydrate Research (1991), 222, 57-68 

CODEN: CRBRAT ; ISSN: 0008-6215 
DT Journal 
LA English 

OS CASREACT 116:152231 
IT 132791-95-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation and phosphorylation of) 
RN 132791-95-8 HCAPLUS 
CN a-D-Glucopyranoside, 2-propenyl 

2-deoxy-2- [ [l-oxo-3- (phenylmethoxy ) tetradecyl ] amino] -6-0- 

[ (phenylmethoxy) methyl] -3-0- [3- (phenylmethoxy) tetradecyl] -, [2(R),3(R)]- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OH 
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TI Preparation of lipid A monosaccharide analogs as immunostimulants and 
antitumor agents. 

GI 



R50CH2 

to 

/OR3 Vv- orI 

R4 0 Xj -f 

NHR2 



AB The title compds . [I; one of R1,R4 = H, P(0)(OH)2, protecting group; the 
other = P(0)(OH)2; one of R2,R3 = (halo-, HO-, or C6-20 aliphatic 
acyloxy-substituted) C6-20 aliphatic acyl and the other = halo-, HO-, or 
C6-20 aliphatic acyloxy-substituted C6-20 aliphatic acyl, (halo-, HO-, or C6-20 
aliphatic acyloxy-substituted) C6-20 alkyl] , possessing macrophage-activating 
activity (no data) , are prepared Thus, amidation of I (Rl = allyl, R2 = R3 
= H, R4R5 = CMe2) (preparation given) with (R) -3-benzyloxymyristic acid in 



CH2C12 containing DCC followed by esterif ication with 

(±) -syn-2-f luoro-3-benzyloxycarboxyloxymyristic acid in CH2C12 containing 
DCC and 4-dimethylaminopyridine gave I [Rl = allyl, R2 = 
(R)-Me(CH2) 10CH (0CH2Ph) CH2C0, R3 = (±) -Me (CH2 ) 10CH (OC02CH2Ph) CHFCO, 
R4R5 = CMe2]. The latter was treated with 

1, 5-cyclooctadiene-bis [methyldiphenylphosphine ] iridium hexaf luorophosphate 
and then H2, iodine, and pyridine to give I (Rl = H; R2-R5 = same as 
above) which was phosphorylated with (PhCH20) 2P (0) CI in THF in the 
presence of BuLi followed by hydrogenolysis over 10% Pd/C to give I [Rl = 
P(0)(0H)2, R2 = (R) -Me (CH2 ) 10CH (OH) CH2CO, R3 = 

(±)-Me(CH2) 10CH (OH) CHFCO, R4 = R5 = H] . Addnl. 19 I were prepared 
AN 1992:59901 HCAPLUS «LOGINID: : 20101026>> 
DN 116:59901 
OREF 116:10385a, 10388a 

TI Preparation of lipid A monosaccharide analogs as immunostimulants and 
antitumor agents. 

IN Shiosaki, Masao; Ishida, Noboru; Kobayashi, Tomoo; Hiraoka, Tetsuo; 

Akamatsu, Minoru; Nishijima, Masahiro 
PA Sankyo Co., Ltd., Japan 
SO Jpn. Kokai Tokkyo Koho, 54 pp. 

CODEN: JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 2 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI JP 02256697 A 19901017 JP 1989-321153 19891211 <— 

JP 2839921 B2 19981224 

DD 295854 A5 19911114 DD 1990-342041 19900625 <— 

SU 1836378 A3 19930823 SU 1990-4830600 19900625 <— 

CN 1052481 A 19910626 CN 1990-106805 19900626 <— 

CN 1029405 C 19950802 

HU 55793 A2 19910628 HU 1990-3991 19900626 <— 

HU 217114 B 19991129 

CZ 285583 B6 19990915 CZ 1990-3185 19900626 <— 

CA 2019972 Al 19910611 CA 1990-2019972 19900627 <— 

CA 2019972 C 20000808 

EP 437016 A2 19910717 EP 1990-307045 19900627 <— 

EP 437016 Bl 19960501 

R: AT, BE, CH, DE, DK, ES, FR, GB, IT, LU, NL, SE 

AT 137504 T 19960515 AT 1990-307045 19900627 <— 

ES 2088970 T3 19961001 ES 1990-307045 19900627 <— 

KR 187302 Bl 19990401 KR 1990-9570 19900627 <— 

RU 2076107 CI 19970327 RU 1992-5052656 19920909 <— 

US 5792840 A 19980811 US 1994-280298 19940726 <— 

KR 183315 Bl 19990401 KR 1998-37538 19980911 <— 

PRAI JP 1988-329964 Al 19881227 < — 

JP 1989-321153 A 19891211 < — 

JP 1990-37339 A 19900220 <— 

US 1990-539605 Bl 19900618 < — 

KR 1990-9570 A 19900627 < — 

OS MARPAT 116:59901 

IT 132791-95-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate for antitumor and immunostimulant lipid A 
analog) 

RN 132791-95-8 HCAPLUS 

CN a-D-Glucopyranoside, 2-propenyl 

2-deoxy-2- [ [l-oxo-3- (phenylmethoxy ) tetradecyl ] amino] -6-0- 

[ (phenylmethoxy) methyl] -3-0- [3- (phenylmethoxy ) tetradecyl ] -, [2(R),3(R)]- 
(9CI) (CA INDEX NAME) 
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TI Preparation of macrophage-activating lipid A 3-ether analogs as antitumor 
agents 

GI 



R80 

R70^\L 



R40'"' \ 
R3oA 



AB 6-0- ((3-D-Glucosaminyl) -a-glucosamine derivs. [I; one of Rl, R7 

= H, P(0)(OR9)2, or HO-protecting group and the other = P(0)(OR9)2; R9 = 
H, HO-protecting group; R2,R5,R6 = aliphatic acyl optionally containing halo, 
(un) protected HO, acyloxy; R3 = alkyl optionally containing halo, 
(un) protected HO, or acyloxy; R4,R8 = H, (un) protected HO] are prepared as 
antitumor agents (no data) . Thus, glycosidation of allyl 
2-deoxy-2- [ ( 3 ' R) -3 ' -benzyloxymyristoylamino] -3-0- [ (3' 'R)-3' ' - 
benzyloxytetradecanyl ] -4-0-benzyl-a-D-glucopyranoside (preparation given) 
with 2-trif luoroacetamido-2-deoxy-3, 4, 6-triacetyl-D-glucopyranosyl bromide 
(preparation given) in the presence of Hg(CN)2 and CaS04 in CHC13 under reflux 
followed by O-deacetylation with NH3 in THF/MeOH, 4 , 6-0-isopr opylidenation 
with Me3C(OMe)2 in DMF containing pyridinium p-toluenesulf onate, and 
N-trif luorodeacetylation with IN aqueous NaOH/EtOH gave I [Rl = allyl, R2 = 
(3R) -3-benzyloxymyristoyl, R3 = ( 3R) -3-benzyloxytetradecanoyl , R4 = PhCH2, 
R5 - R6 = H; R7R8 = CMe2]. N-Acylation of the latter with 
(3R) -3-dodecanoyloxymyristic acid in the presence of DCC and 
4-dimethylaminopyridine followed by O-acylation with 
(3R) -3-myristoyloxymyristic acid in the presence of DCC, 

deisopropylidenation, etherif ication with PhCH20CH2Cl in refluxing CH2C12 
containing Me2NCONMe2, and phosphorylation with (PhO)2P(0)Cl in the presence 
of 4-dimethylaminopyridine in CH2C12 gave I [R1-R4 = same as above; R5 = 
(3R) -3-dodecanoyloxymyristoyl, R6 = (3R) -3-myristoyloxymyristoyl, R7 = 
P(0)(0Ph)2, R8 = CH20CH2Ph] . Dealkylation of the latter with 
cyclooctadiene-bis (methyldiphenylphosphine) tridium 

hexaf luorophosphate/I-aqueous pyridine followed by phosphorylation with 
(PhCH20) 2P (0) CI in the presence of BuLi in THF and hydrogenolysis over 10% 
Pd/C and then Pt02 in MeOH/THF gave I [Rl = R7 = P(0) (OH) 2, R2 = 
(3R) -3-hydroxymyristoyl, R3 = ( 3R) -3-hydroxytetradecanoyl , R4 = R8 = H, R5 
= (3R) -3-dodecanoyloxymrystoyl, R6 = (3R) -3-myristoyloxymyristoyl] . 

AN 1991:632768 HCAPLUS «L0GINID : : 20101026» 

DN 115:232768 

OREF 115:39701a, 39704a 

TI Preparation of macrophage-activating lipid A 3-ether analogs as antitumor 
agents 

IN Shiosaki, Masao; Ishida, Noboru; Kobayashi, Tomoo; Hiraoka, Tetsuo; 

Akamatsu, Minoru; Nishijima, Masahiro 
PA Sankyo Co., Ltd., Japan 



SO Jpn . Kokai Tokkyo Koho, 26 pp. 

CODEN : JKXXAF 
DT Patent 
LA Japanese 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 

PI JP 03135990 A 19910610 JP 1989-273524 19891020 - 

JP 2839916 B2 19981224 

PRAI JP 1989-273524 19891020 < — 

OS MARPAT 115:232768 

IT 137014-90-5P 137014-91-6P 137014-92-7P 

137014- 93-8P 137014-99-4P 137015-00-0P 

137015- 01-1P 137015-02-2P 137015-03-3P 
137015-04-4P 137015-05-5P 137015-06-6P 
137042-25-2P 137042-26-3P 137042-27-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate for antitumor lipid A analog) 

RN 137014-90-5 HCAPLUS 

CN a-D-Glucopyranoside, 2-propen-l-yl 

2-deoxy-6-0- [2-deoxy-4, 6-0- ( 1-methylethylidene ) -3-0- [l-oxo-3- 
(phenylmethoxy ) tetradecyl ] -2- [ [ l-oxo-3- (phenylmethoxy ) tetradecyl ] amino] ■ 
(3-D-glucopyranosyl ] -2- [ [l-oxo-3- (phenylmethoxy ) tetradecyl ] amino] -3-0- 
[3- (phenylmethoxy) decyl] -4-0- (phenylmethyl) - (CA INDEX NAME) 
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TI The toxic extractives from Wedelia asperrima, III. Structures of two 

naturally occurring rhamnosyl analogs of wedeloside 
GI For diagram (s), see printed CA Issue. 

AB The structures of two new diterpene glycosides (I and II), toxic 

4 ' -O-rhamnosyl analogs of wedeloside from Wedelia asperrima, have been 
determined by a combination of chemical, NMR, and mass spectrometr ic anal. 

AN 1991:78635 HCAPLUS <<L0GINID : : 20101026>> 

DN 114:78635 

OREF 114:13347a 

TI The toxic extractives from Wedelia asperrima, III. Structures of two 

naturally occurring rhamnosyl analogs of wedeloside 
AU MacLeod, John K.; Lewis, Ivor A. S . ; Moeller, Peter D. R.; Oelrichs, Peter 

B. 

CS Res. Sch. Chem., Aust. Natl. Univ., Canberra, 2601, Australia 
SO Journal of Natural Products (1990), 53(5), 1256-61 

CODEN: JNPRDF; ISSN: 0163-3864 
DT Journal 
LA English 
IT 131889-27-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and methanolysis of) 
RN 131889-27-5 HCAPLUS 

CN Kaur-16-ene-18, 19-dioic acid, 2- [ [ 2-deoxy-4-0- ( 6-deoxy-2 , 3 , 4-tri-O-methyl- 
a-L-mannopyranosyl ) -3, 6-di-0-methyl-2- [methyl (3-methyl-l- 
oxobutyl) amino] -p-D-glucopyranosyl ] oxy] -13, 15-dimethoxy-, dimethyl 
ester, (2p,15a)- (9CI) (CA INDEX NAME) 
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TI Building blocks of oligosaccharides. XCV. Synthesis of a Kdo-containing 
pentasaccharide sequence in the inner core and lipid A region of 
lipopoly saccharides 



AB Coupling of Me ( 4 , 5 , 7 , 8-tetra-0-acetyl-3-deoxy-a-D-manno-2- 
octulopyranosyl ) onate- ( 2->4 ) -Me 

(5,7, 8-tri-0-3-deoxy-a-D-manno-octulopyranosyl bromide) onate with 
benzyl 0-{methyl [3-deoxy-7, 8-0- (tetraisopropyldisiloxane-1 , 3-diyl) - 
a-D-manno-octulopyranosylonate } - (2->6) -0-{ [ (R)-3- 

benzyloxytetradecanoylamino] -2-deoxy-3, 4-0- (tetraisopropyldisiloxane-1, 3- 

diyl) -p-D-glucopyranosyl}- ( l->6 ) -3-0-benzyl-2- [ (R) -3- 

benzyloxytetradecanoylamino] -2-deoxy-a-D-glucopyranoside gave 

stereo- and regioselectively a pentasaccharide that was deprotected into 

a-Kdo- ( 2^4 ) -a-Kdo- ( 2->4 ) -a-Kdo- ( 2->6 ) - 

p-D-GlcNhm-(1^6)-D-GlcNhm [Nhm = 

2-deoxy- (R) -3-hydroxytetradecanoylamino] . 
AN 1991:43418 HCAPLUS «L0GINID: : 20101026>> 
DN 114:43418 
OREF 114:7573a, 7576a 

TI Building blocks of oligosaccharides. XCV. Synthesis of a Kdo-containing 
pentasaccharide sequence in the inner core and lipid A region of 
lipopoly saccharides 

AU Paulsen, Hans; Krogmann, Christof 

CS Inst. Org. Chem., Univ. Hamburg, Hamburg, D-2000/13, Germany 
SO Carbohydrate Research (1990), 205, 31-44 

CODEN: CRBRAT; ISSN: 0008-6215 
DT Journal 
LA German 

OS CASREACT 114:43418 

IT 122116-63-6 

RL: RCT (Reactant); RACT (Reactant or reagent) 
(glycosidation of, with disaccharide) 

RN 122116-63-6 HCAPLUS 

CN cc-D-Glucopyranoside, phenylmethyl 

0-3-deoxy-l-methyl-7, 8-0- [1, 1,3, 3-tetrakis ( 1-methylethyl ) -1 , 3- 
disiloxanediyl ] -ct-D-manno-2-octulopyranosonosyl- ( 2->6 ) -0-2- 
deoxy-2- [ [ l-oxo-3- (phenylmethoxy ) tetradecyl] amino] -3 , 4-0- [1,1,3,3- 
tetrakis (1-methylethyl) -1, 3-disiloxanediyl ] -p-D-glucopyranosyl- 
( l->6 ) -2-deoxy- 2- [ [l-oxo-3- (phenylmethoxy ) tetradecyl ] amino ] -3-0- 
( phenylmethyl) -, [2(R),6(R)J- (9CI) (CA INDEX NAME) 
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TI Anomeric O-alkylation . 7. O-Alkylation at the anomeric center for the 
stereoselective synthesis of Kdo-a-glycosides 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB O-Alkylation at the anomeric center of the dianion of octulopyranosonamide 
I with several triflates led diastereoselectivity to the 
a-glycosides . In this way, lipopolysacchar ide building blocks 
containing a-Kdo- (2 -> 6)-GlcN and a-Kdo- (2 -> 

6)-p-GlcN-(l -> 6)-GlcN moieties were obtained and deployed in 

the synthesis of oligosaccharides, e.g. II. 
AN 1990:572559 HCAPLUS «L0GINID: : 20101026» 
DN 113:172559 
OREF 113:29280h, 29281a 

TI Anomeric O-alkylation. 7. O-Alkylation at the anomeric center for the 

stereoselective synthesis of Kdo-a-glycosides 
AU Esswein, Angelika; Rembold, Hansjoerg; Schmidt, Richard R. 



CS Fak. Chem., Univ. Konstanz, Konstanz, D-7750, Germany 
SO Carbohydrate Research (1990), 200, 287-305 

CODEN: CRBRAT ; ISSN: 0008-6215 
DT Journal 
LA English 

OS CASREACT 113:172559 
IT 129870-27-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 129870-27-5 HCAPLUS 

CN (3-D-Glucopyranose, 0-4, 5:7, 8-di-0-cyclohexylidene-3-deoxy-l-methyl- 
a-D-manno-2-octulopyranosonosyl- ( 2->6 ) -0-2-deoxy-2- [ ( 1- 
oxotetradecyl) amino] -3, 4-bis-O- (phenylmethyl ) -p-D-glucopyranosyl- 
(l->6) -2-deoxy-l-O- [ (1, 1-dimethylethyl ) dimethylsilyl ] -2- [ (1- 
oxotetradecyl) amino] -3, 4-bis-O- (phenylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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TI Building units of oligosaccharides. XCIV. Synthesis of KDO-containing 
tri- and tetrasaccharide sequences of the inner core and lipoid a region 
of lipopolysaccharides 

GI 




AB The glycosyl acceptor I, acylated with (R) -3-hydroxytetradecanoic acid, 
was synthesized. The 6' position of I is suitable for selective 
glycosidation reactions. The reaction of the KDO bromide with I yields 
the trisaccharide which gives a-KDO- ( 2->6 ) -p-D-GlcNhm- 
( l->6 ) -D-GlcNhm (II) after deprotection . The trisaccharide was also 
converted to a-KDO- ( 2->4 ) -a-KDO- ( 2->6 ) -p-D- 

GlcNhm- (l->6) -D-GlcNhm (III). It is possible to coat sheep 

erythrocytes with II and III introducing the KDO residue in an immunogenic 

AN 1990:56495 HCAPLUS «LOGINID: : 20101026>> 

DN 112:56495 

OREF 112:9719a, 9722a 

TI Building units of oligosaccharides. XCIV. Synthesis of KDO-containing 
tri- and tetrasaccharide sequences of the inner core and lipoid a region 
of lipopolysaccharides 

AU Paulsen, Hans; Krogmann, Christof 

CS Inst. Org. Chem., Univ. Hamburg, Hamburg, D-2000/13, Fed. Rep. Ger . 
SO Liebigs Annalen der Chemie (1989), (12), 1203-13 

CODEN: LACHDL; ISSN: 0170-2041 
DT Journal 
LA German 

OS CASREACT 112:56495 
IT 122116-50-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and acetylation of) 
RN 122116-50-1 HCAPLUS 



CN a-D-Glucopyranoside, phenylmethyl 

2-deoxy-2- [ [l-oxo-3- (phenylmethoxy ) tetradecyl ] amino] -3-0- (phenylmethyl) -6- 
0- [3, 4, 6-tri-0-acetyl-2-deoxy-2- [[(2,2, 2-trichloroethoxy ) carbonyl] amino] - 
p-D-glucopyranosyl] -, (R)- (9CI) (CA INDEX NAME) 
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TI An approach to the synthesis of four Rhodomicrobium Vannielii lipid A 
analogs 

GI 




AB The synthesis of R. vannielii lipid A analogs I (R = H, octanoyl) and II 
[Rl = R2 = (R) -3-hydroxytetradecanoyl; Rl = tetradecanoyl , R2 = 
(R) -3- (tetradecanoyloxy ) tetradecanoyl ] was carried out using properly 
protected synthons 1 , 6-anhydro-2-azido-2-deoxy-D-glucopyranose and 
2,3, 4-tri-O-benzyl-D-mannopyranose . 

AN 1989:193263 HCAPLUS <<L0GINID: : 20101026>> 

DN 110:193263 

OREF 110 :32105a, 32108a 

TI An approach to the synthesis of four Rhodomicrobium Vannielii lipid A 
analogs 

AU Westerduin, P.; Beetz, T . ; Dees, M. J.; Erkelens, C . ; Smid, P.; Zuurmond, 

H.; Van Boeckel, C. A. A.; Van Boom, J. H. 
CS Gorlaeus Lab., Leiden, 2300 RA, Neth. 

SO Journal of Carbohydrate Chemistry (1988), 7(3), 617-44 

CODEN: JCACDM; ISSN: 0732-8303 
DT Journal 
LA English 

OS CASREACT 110:193263 
IT 96990-04-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrogenolysis of) 
RN 96990-04-4 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-6-0- ( 1-oxooctyl ) -2 , 3 , 4-tris-O- 
( phenylmethyl ) -p-D-mannopyranosyl- ( l->4) -0-2-deoxy-6-0- (1- 



oxooctyl ) -2- [ [ l-oxo-3- [ ( 1-oxooctyl) oxy ] tetradecyl ] amino] -3-0- 
(phenylmethyl ) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3 - 
[ (1-oxooctyl) oxy] tetradecyl] amino] -3, 4-bis-0- (phenylmethyl ) -, [2(R),6(R)]- 
(9CI) (CA INDEX NAME ) 



PAGE 1-A 



Me-(CH 2)6 -C-0 0 0 -CH 2 -Ph 

Me- (CH2)10-CH-CH 2 -C-NH^ ^ /0 -CH 2 -Ph 



MeO 



Me- (CH 2 ) 10-CH-CH2-C— NH 
Me- (CH 2 )6-C-0 0 




PAGE 1-B 



- (CH2)6~Me 

— CH2-0-C- (CH 2 )6-Me 



^0-CH2-Ph 

-CH2-Ph 



IT 96961-25-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, with octanoic anhydride) 
RN 96961-25-0 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-2 , 3 , 4-tris-0- (phenylmethyl ) -p-D- 

mannopyranosyl- (l->4) -0-2-deoxy-2- [ (3-hydroxy-l-oxotetradecyl ) amino] - 
3-0- (phenylmethyl) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ (3- 
hydroxy-l-oxotetradecyl) amino] -3, 4-bis-0- (phenylmethyl) -, [2 (R) , 6 (R) ] - 
(9CI) (CA INDEX NAME) 



Ph— CH2— 0 

Me- (CH 2 )10-CH-CH 2 -C-NH 1^ Q-CH 2 -Ph 



/CH2-OH 

^0. /CH 2 -OH 



J— 



Me- (CH2) 1Q-CH-CH2-C-NH 



T 



0- CH 2 



0-CH 2 - 
0-CH2-Ph 



PAGE 1-B 



— Ph 
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TI Building units of oligosaccharides. LXXVIII. Synthesis of KDO-containing 
lipid A analogs 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Glycosidation of the pyranosyl bromide I with the 

azidodeoxyglucopyranoside II in the presence of Ag silicate took place 
with inversion and without neighboring group participation to give the 
a(l->6) disaccharide . The latter compound, after deblocking, 

was coupled with the 3-deoxy-D-manno-2-octulsonic acid derivative and acylated 

to give the trisaccharide III. 
AN 1987:138706 HCAPLUS «L0GINID : : 20101026» 
DN 106:138706 
OREF 106:22649a, 22652a 

TI Building units of oligosaccharides. LXXVIII. Synthesis of KDO-containing 

lipid A analogs 
AU Paulsen, Hans; Schueller, Matthias 

CS Inst. Org. Chem., Univ. Hamburg, Hamburg, Fed. Rep. Ger . 



Liebigs Annalen der Chemie (1987), (3), 249-58 

CODEN: LACHDL ; ISSN: 0170-2041 

Journal 

German 

CASREACT 106:138706 
106115-87-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and deacetylation of) 
106115-87-1 HCAPLUS 
p-D-Glucopyranoside, phenylmethyl 

0-4, 5,7, 8-tetra-0-acetyl-3-deoxy-l-methyl-a-D-manno-2- 
octulopyranosonosyl- (2->6) -0-2-deoxy-2- [ ( 3-hydroxy-l- 
oxotetradecyl ) amino] -3-0- (phenylmethyl-d2 ) -p-D-glucopyranosyl- 
(l->6) -2-deoxy-2- [ ( 3-hydroxy-l-oxotetradecyl ) amino] -3, 4-bis-O- 
(phenylmethyl-d2) -, [2(R),6(R)]- (9CI) (CA INDEX NAME) 



0-CD2-Ph 

Me- (CH 2 )lO-CH-CH 2 -C-NH^1^^0-CD2-Ph 



y CH2" 

Ph-CH2~0 0 



Me- (CH2) 1Q-CH-CH2-C— NH 




OAc 

I 

- CH — CH2 — OAc 



106139-08-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrogenolysis of) 
106139-08-6 HCAPLUS 
P-D-Glucopyranoside, phenylmethyl 

0-3-deoxy-a-D-manno-2-octulopyranosonosyl- ( 2->6 ) -0-2-deoxy-2- 
[ (3-hydroxy-l-oxotetradecyl ) amino] -3-0- (phenylmethyl-d2 ) -p-D- 
glucopyranosyl- ( l->6 ) -2-deoxy-2- [ (3-hydroxy-l-oxotetradecyl) amino] - 
3, 4-bis-O- (phenylmethyl-d2) -, [2(R),6(R)]- (9CI) (CA INDEX NAME) 




NH-C-CH2- CH- 



A— o- CH 2 - 

H0— CH2-CH 0 

C02H 

NH-C-CH2-CH- (CH2)1Q-Me 



0-CD2-Ph 



- (CH2) 10-Me 
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TI Disaccharide and trisaccharide derivatives of the "lipid A" type 

GI For diagram (s), see printed CA Issue. 

AB The title compds . [I; Rl = OH, Me(CH2)nO, p-1, 6 -bonded glucosamine 
derivative; R2 = H, (hydroxy ) alkanoyl, (HO)2P(0); R3, R4 = H, 
(hydroxy ) alkanoyl ; X = 0, H2; n = 0-16; m = 6-14] were prepared as 
immunostimulants and antitumor agents (no data) . Thus, 
6-0-acetyl-2-azido-3 , 4-di-0-benzyl-2-deoxy-a-D-glucopyr anosyl 
bromide was successively converted to its Me p-D-glucopyranoside, 
deacetylated, and condensed with a protected 

4-0- (P-D-mannopyr anosyl) -2-azido-2-deoxy-a-D-glucopyr anosyl 

bromide to give an intermediate which was converted to trisaccharide II 

(R5 = PhCH2, R6 = H) . The latter was N-acylated with 

(R) -3-hydroxytetradecanoic acid and debenzylated to give II [R5 = H, R6 

(R) -3-hydroxytetradecanoyl ] . 
AN 1986:627235 HCAPLUS <<L0GINID: : 20101026>> 
DN 105:227235 
OREF 105:36715a, 36718a 

TI Disaccharide and trisaccharide derivatives of the "lipid A" type 

IN Van Boeckel, Constant Adriaan Anton; Beetz, Tom 

PA AKZO N. V. , Neth. 

SO Eur. Pat. Appl . , 2 7 pp. 

CODEN: EPXXDW 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 

PI EP 192296 Al 19860827 EP 1986-200193 19860212 

EP 192296 Bl 19881228 

R: BE, CH, DE, FR, GB, IT, LI, NL, SE 

ZA 8601013 A 19860924 ZA 1986-1013 19860211 

US 4719202 A 19880112 US 1986-828277 19860211 

AU 8653488 A 19860828 AU 1986-53488 19860214 

AU 583093 B2 19890420 



CA 1259308 Al 19890912 CA 1986-502033 19860217 <— 

FI 8600747 A 19860823 FI 1986-747 19860220 <— 

JP 61246195 A 19861101 JP 1986-36492 19860220 <— 

DK 8600833 A 19860823 DK 1986-833 19860221 <— 

PRAI NL 1985-499 A 19850222 < — 

OS MARPAT 105:227235 

IT 105087-60-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and de-O-acylation of) 
RN 105087-60-3 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-2 , 3 , 4-tris-O- (phenylmethyl ) -p-D- 

mannopyranosyl- (l->4) -0-2-deoxy-2- [ (3-hydroxy-l-oxotetradecyl ) amino] - 
3-0- (phenylmethyl ) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ (3- 
hydroxy-l-oxotetradecyl ) amino] -3 , 4-bis-O- (phenylmethyl ) -, 

mono [ (R) -3-hydroxytetradecanoate] (ester), [2(R),6(R)]- (9CI) (CA INDEX 
NAME) 



CM 1 



CRN 96961-25-0 

CMF C89 H124 N2 018 



Ph-CH2-0 
Me- (CH2) 1Q-CH-CH2-C-NH 



Me- ( CH2 ) 1 0 - CH- CH2- C~ NH 




PAGE 1-B 



— Ph 



CM 2 

CRN 28715-21-1 
CMF CI 4 H2 8 03 

Absolute stereochemistry. Rotation (-) . 




IT 96961-25-0P 96990-04-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and debenzylation of) 
RN 96961-25-0 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-2 , 3 , 4-tris-0- (phenylmethyl ) -p-D- 

mannopyranosyl- (l->4) -0-2-deoxy-2- [ ( 3-hydroxy-l-oxotetradecyl ) amino] - 
3-0- (phenylmethyl ) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ (3- 
hydroxy-l-oxotetradecyl) amino] -3, 4-bis-0- (phenylmethyl) -, [2 (R) , 6 (R) ] - 
(9CI) (CA INDEX NAME) 



Me- (CH2) 1Q-CH-CH2-C-NH 



Me- (CH2) 1Q-CH-CH2-C-NH 




| 0-CH2- 
0-CH2-Ph 
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— Ph 



RN 96990-04-4 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-6-0- ( 1-oxooctyl ) -2 , 3 , 4-tris-0- 
(phenylmethyl ) -p-D-mannopyranosyl- ( l->4) -0-2-deoxy-6-0- ( 1- 
oxooctyl ) -2- [ [ l-oxo-3- [ (1-oxooctyl) oxy ] tetradecyl ] amino] -3-0- 
(phenylmethyl ) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3 - 
[ (1-oxooctyl) oxy] tetradecyl] amino] -3, 4-bis-0- (phenylmethyl ) -, [2(R),6(R)]- 
(9CI) (CA INDEX NAME ) 



Me- (CH2) 6-C-O 

Me- ( CH2 ) 1 0 - CH- CH2- C~ NH 



0-CH2-Ph 

0- CH2- Ph 



YV 



J\ y CH2 — 0" 

MeO 0 

Me— (CH2) 10-CH-CH2-C— NH 
Me- (CH2) 6-C-O 0 



0- CH2 



PAGE 1-B 



(CH 2 )6-Me 

_ CH2-0-C- (CH2)6-Me 

0 

^0-CH2-Ph 

— CH2— Ph 
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TI Synthesis of two analogs of Rhodomicrobium vannielii lipid A 

GI For diagram(s), see printed CA Issue. 

AB Title analogs I [R = H, CO(CH2)6CH3] were prepared in several steps starting 

with monosaccharides II, III, and IV (in all cases Rl = PhCH2) . 
AN 1985:422869 HCAPLUS «L0GINID : : 20101026» 
DN 103:22869 
OREF 103 :3791a, 3794a 



TI Synthesis of two analogs of Rhodomicrobium vannielii lipid A 
AU Westerduin, Pieter; Van Boom, Jacques H.; Van Boeckel, Constant A. A.; 
Beetz, Tom 

CS Gorlaeus Lab., State Univ. Leiden, Leiden, 2300 RA, Neth. 
SO Carbohydrate Research (1985), 137, C4-C7 

CODEN: CRBRAT; ISSN: 0008-6215 
DT Journal 
LA English 
OS CASREACT 103:22869 
IT 96990-04-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrogenolysis of) 
RN 96990-04-4 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-6-0- ( 1-oxooctyl ) -2 , 3 , 4-tris-O- 
(phenylmethyl ) -p-D-mannopyranosyl- ( l->4) -0-2-deoxy-6-0- ( 1- 
oxooctyl ) -2- [ [ l-oxo-3- [ (1-oxooctyl) oxy ] tetradecyl ] amino] -3-0- 
(phenylmethyl) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ [ l-oxo-3 - 
[ (1-oxooctyl) oxy] tetradecyl] amino] -3, 4-bis-O- (phenylmethyl ) -, [2(R),6(R)]- 
(9CI) (CA INDEX NAME) 



PAGE 1-A 

0 




Ph-CH2-0 



PAGE 1-B 



- (CH2)6~Me 

— CH2-0-C- (CH 2 )6-Me 



~0-CH2-Ph 
-CH2-Ph 



IT 96961-25-0P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and hydrogenolysis or reaction with octanoic anhydride) 
RN 96961-25-0 HCAPLUS 

CN p-D-Glucopyranoside, methyl 0-2 , 3 , 4-tris-0- (phenylmethyl ) -p-D- 

mannopyranosyl- (l->4) -0-2-deoxy-2- [ (3-hydroxy-l-oxotetradecyl ) amino] - 
3-0- (phenylmethyl) -p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ (3- 
hydroxy-l-oxotetradecyl ) amino] -3 , 4-bis-0- (phenylmethyl )-, [2(R),6(R)]- 
(9CI) (CA INDEX NAME ) 



Ph-CH2-0 

Me- (CH2)10-CH-CH 2 -C-NH^ /Q-CH 2 -Ph 



Me- (CH2) 1Q-CH-CH2-C-NH 




PAGE 1-B 



— Ph 
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TI Synthesis of p-D-(l -» 6) -linked disaccharides of N-fatty 

acylated 2-amino-2-deoxy-D-glucose : an approach to the lipid A component 

of the bacterial lipopolysaccharide 
GI For diagram(s), see printed CA Issue. 

AB Disaccharides I [R = Ac, Rl = Me(CH2)12; R = crotyl, Rl = Me(CH2)12; R = 

Ac, Rl = Me(CH2) 10CH (OAc) CH2 ] were prepared by glycosidation of oxazolines 
II (same Rl) with glucopyranosides III (same R and Rl) . I (R = Ac) were 
deacetylated and then hydrogenolyzed to give 

2-deoxy-6-0- [2-deoxy-2- (tetradecanoylamino) -p-D-glucopyranosyl ] -2- 



(tetradecanoylamino) -D-glucose and 

2-deoxy-6-0- [2-deoxy-2- ( DL-3-hydroxytetradecanoylamino ) -p-D- 
glucopyranosyl] -2- (DL-3-hydroxytetradecanoylamino) -D-glucose. I (R = 
crotyl) was converted into 4 ' , 6 ' -0-isopropylidene-3 ' -0- [ ( 2- 
methoxyethoxy) methyl ] derivative 

AN 1981:175405 HCAPLUS «L0GINID : : 20101026» 

DN 94:175405 

OREF 94:28679a, 28682a 

TI Synthesis of p-D-(l -> 6) -linked disaccharides of N-fatty 

acylated 2-amino-2-deoxy-D-glucose : an approach to the lipid A component 
of the bacterial lipopolysaccharide 

AU Kiso, Makoto; Nishiguchi, Hisao; Nishihori, Kaoru; Hasegawa, Akira; Miura, 
Iwao 

CS Dep. Agric. Chem., Gifu Univ., Kakamigahara, 504, Japan 
SO Carbohydrate Research (1981), 88(1), C10-C13 

CODEN: CRBRAT; ISSN: 0008-6215 
DT Journal 
LA English 
IT 77364-40-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and (methoxyethoxy ) methylation of) 
RN 77364-40-0 HCAPLUS 
CN p-D-Glucopyranoside, phenylmethyl 

3, 4-di-0-2-buten-l-yl-2-deoxy-6-0- [2-deoxy-4, 6-0- ( 1-methylethylidene ) -2- 

[ (1-oxotetradecyl) amino] -p-D-glucopyranosyl ] -2- [ (1- 

oxotetradecyl) amino] - (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 




IT 77401-11-7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and deacetylation followed by reaction with dimethoxypropane ) 
RN 77401-11-7 HCAPLUS 
CN p-D-Glucopyranoside, phenylmethyl 

3, 4-di-0-2-buten-l-yl-2-deoxy-2- [ ( 1-oxotetradecyl ) amino ] -6-0- [3,4, 6-tri-O- 

acetyl-2-deoxy-2- [ (1-oxotetradecyl) amino] -p-D-glucopyranosyl ] - (CA 

INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry unknown. 




IT 77401-09-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and glycosylation of, with sugar oxazoline derivative) 
RN 77401-09-3 HCAPLUS 
CN (3-D-Glucopyranoside, phenylmethyl 

3, 4-di-0-2-buten-l-yl-2-deoxy-2- [ (1-oxotetradecyl) amino] - (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 




IT 77364-41-1P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 

RN 77364-41-1 HCAPLUS 

CN p-D-Glucopyranoside, phenylmethyl 

3, 4-di-0-2-buten-l-yl-2-deoxy-6-0- [ 2-deoxy-3-0- [ ( 2-methoxyethoxy) methyl ] - 
4, 6-0- ( 1-methylethylidene) -2- [ (1-oxotetradecyl) amino] — 13— D— 
glucopyranosyl] -2- [( 1-oxotetradecyl) amino] - (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry unknown. 
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TI The structure of lipopolysaccharide from a heptose-less mutant of 

Escherichia coli K-12. II. The application of phosphorus-3 1 NMR 

spectroscopy 

AB The nature of the phosphate linkages in the 2 species of 

lipopolysaccharide (LPS-I and LPS-II) of an E. coli K-12 heptose-less 
mutant was studied by the use of 31P NMR spectroscopy. In addition to LPS, a 
number of degradation products were investigated. [OH-LPS] -I, the product 
obtained from LPS-I by alkaline treatment, contained 2 phosphomonoester 
groups, one of these being in glycosidic linkage. [OH-LPS] -II, the 
product produced from LPS-II by alkali, contained a monoesterif ied 
pyrophosphate group in glycosidic linkage and, a phosphomonoester group in 
a nonglycosidic position as in [OH-LPS] -I. Mild acidic treatment of 
[OH-LPS] -I removed the KDO residues and gave a product (Compound I) which 
still retained the glycosyl and the nonglycosidic phosphomonoester groups. 
The resonance of the latter group was shifted downfield relative to that 
in [OH-LPS] -I and the 1H-31P coupling constant was higher. Compound II, 
obtained by further acidic treatment of Compound I, lost the glycosyl 
phosphate group and showed only the signal corresponding to the 
nonglycosidic phosphate in Compound I. The spectrum of the mixture of the 2 
LPS species showed both phosphomonoester and monoesterif ied pyrophosphate 
residues, no signals corresponding to phosphodiester or PI , P2-diesterif ied 
pyrophosphate groups being observed 

AN 1979:504037 HCAPLUS <<LOGINID: : 20101026>> 

DN 91:104037 

OREF 91 : 16760h, 16761a 

TI The structure of lipopolysaccharide from a heptose-less mutant of 
Escherichia coli K-12. II. The application of phosphorus-3 1 NMR 
spectroscopy 

AU Rosner, Marsha Rich; Khorana, H. Gobind; Satterthwait , Arnold C. 

CS Dep. Biol., Massachusetts Inst. Technol . , Cambridge, MA, 02139, USA 

SO Journal of Biological Chemistry (1979), 254(13), 5918-25 

CODEN: JBCHA3; ISSN: 0021-9258 
DT Journal 
LA English 

IT 71259-14-8 71296-74-7 

RL: BIOL (Biological study) 

(of lipopolysaccharide, of Escherichia coli) 
RN 71259-14-8 HCAPLUS 

CN D-Glucopyranose, 0-3-deoxy-a-D-manno-2-octulopyranosonosyl- 



(2->3) -0-2-deoxy-2- [ ( 3-hydroxy-l-oxotetradecyl ) amino] -4-0-phosphono- 
p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ (3-hydroxy-l- 
oxotetradecyl) amino] -, 1- (dihydrogen phosphate) (9CI) (CA INDEX NAME) 




71296-74-7 HCAPLUS 

D-Glucopyranose, 0-3-deoxy-a-D-manno-2-octulopyranosonosyl- 
( 2->3 ) -0-2-deoxy-2- [ (3-hydroxy-l-oxotetradecyl) amino] -4-0-phosphono- 
p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ ( 3-hydroxy-l- 
oxotetradecyl ) amino ] -, 1- (trihydrogen diphosphate) (9CI) (CA INDEX NAME) 



OH 

I 



OH 



Me- (CH2) 10-CH-CH2-C— NH 
OH 

H2O3PO-P- 0" 

I ■ 

Me- (CH2) 10-CH-CH2-C-NH 
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Structure of the lipopolysaccharide from an Escherichia coli heptose-les 
mutant. I. Chemical degradations and identification of products 
The structure of lipopolysaccharide from a heptoseless mutant of 
Escherichia coli K-12 was investigated. Lipopolysaccharide isolated fro 



32P-labeled cells was treated with mild alkali to yield 2 separable 
components: [OH-LPSJ-I (.apprx.70%) and [OH-LPSJ-II ( . apprx . 3 0% ) . Mild 
acidic treatment of [OH-LPSJ-I gave mainly a product which was identified 
as ( 4-O-phosphoryl-N-p-hydroxymyristyl-D-glucosaminyl ) - 
P ( l->6 ) -N-p-hydroxymyristyl-D-glucosamine 1-phosphate . 

Further acidic hydrolysis of both [OH-LPSJ-I and [OH-LPSJ-II yielded as 
the main product ( 4-O-phosphoryl-N-p-hydroxymyr istyl-D-glucosaminyl ) - 
P ( l->6 ) -N-p-hydroxymyristyl-D-glucosamine . The structures 
of the above products were deduced by a combination of compositional 
analyses, sensitivity to phosphomonoesterase, rates of hydrolysis of the 
phosphate groups, and alkali-catalyzed p-elimination of the phosphate 
residues following appropriate oxidation of hydroxyl groups. These studies 
together with work reported in accompanying papers have led to the 
identification of 2 species of lipopolysacchar ide in the E. coli strain 
both of which contain a single glucosamine disaccharide unit but differ in 
having monosubstituted phosphate or pyrophosphate groups at the glycosidic 
position. Each species of lipopolysaccharide also appeared to be 
heterogeneous with respect to the number of esterified fatty acyl groups. 

AN 1979:504036 HCAPLUS <<LOGINID : : 2 0 1 0 1 0 2 6>> 

DN 91:104036 

OREF 91 : 16757a, 16760a 

TI Structure of the lipopolysaccharide from an Escherichia coli heptose-less 
mutant. I. Chemical degradations and identification of products 

AU Rosner, Marsha Rich; Tang, Jiunn-yann; Barzilay, Israel; Khorana, H. 
Gobind 

CS Dep. Biol., Massachusetts Inst. Technol . , Cambridge, MA, 02139, USA 
SO Journal of Biological Chemistry (1979), 254(13), 5906-17 

CODEN: JBCHA3; ISSN: 0021-9258 
DT Journal 
LA English 

IT 71259-14-8 71296-74-7 

RL: BIOL (Biological study) 

(of lipopolysaccharide, of Escherichia coli) 
RN 71259-14-8 HCAPLUS 

CN D-Glucopyranose, 0-3-deoxy-a-D-manno-2-octulopyranosonosyl- 

( 2->3 ) -0-2-deoxy-2- [ ( 3 -hydroxy- 1-oxotetradecyl ) amino] -4-O-phosphono- 
p-D-glucopyranosyl- ( l->6 ) -2-deoxy-2- [ ( 3-hydroxy-l- 

oxotetradecyl) amino] -, 1- (dihydrogen phosphate) (9CI) (CA INDEX NAME) 
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chain nodes : 

6 7 8 11 13 14 15 16 17 18 22 24 25 26 28 29 31 32 33 34 35 
36 41 42 43 44 45 46 53 54 55 56 57 58 59 66 67 68 69 70 71 72 
78 79 80 81 

82 83 84 90 91 92 93 94 95 96 103 104 105 106 107 108 109 117 
ring nodes : 

1 2 3 4 5 48 49 50 51 52 61 62 63 64 65 73 74 75 76 77 85 86 
87 88 89 98 99 100 101 102 
chain bonds : 

1-41 2-6 5-7 6-43 7-22 8-11 8-13 13-14 15-16 15-17 17-18 24-25 24-117 
26-28 26-29 26-31 32-33 32-34 35-36 41-42 43-44 45-46 48-56 49-53 52-54 
53-58 54-55 

56-57 58-59 61-69 62-66 65-67 66-71 67-68 69-70 71-72 73-81 74-78 77-79 
78-83 79-80 

81-82 83-84 85-93 86-90 89-91 90-95 91-92 93-94 95-96 98-106 99-103 
102-104 103-108 104-105 
106-107 108-109 
ring bonds : 

1-5 1-2 2-3 3-4 4-5 48-52 48-49 49-50 50-51 51-52 61-65 61-62 62-63 
63-64 64-65 73-77 73-74 74-75 75-76 76-77 85-89 85-86 86-87 87-88 88-89 
98-102 98-99 



99-100 100-101 101-102 
exact/norm bonds : 

1- 41 1-5 1-2 2-3 3-4 4-5 5-7 7-22 8-11 8-13 13-14 15-16 15-17 17-18 
24-25 24-117 26-28 26-29 26-31 32-33 41-42 45-46 48-56 48-52 48-49 49-50 

50-51 51-52 

52-54 54-55 58-59 61-69 61-65 61-62 62-63 63-64 64-65 65-67 69-70 71-72 
73-81 73-77 

73-74 74-75 75-76 76-77 77-79 79-80 83-84 85-93 85-89 85-86 86-87 87-88 
88-89 89-91 93-94 

95-96 98-106 98-102 98-99 99-100 100-101 101-102 102-104 104-105 106-107 
exact bonds : 

2- 6 6-43 32-34 35-36 43-44 49-53 53-58 56-57 62-66 66-71 67-68 74-78 
78-83 81-82 86-90 90-95 91-92 99-103 103-108 108-109 



G1:C,S,P 
G2 :0, S,N 
G3:C,S,N 



G5:0, S 
G6:C,H 

G7:Cy, [*3], [*4] , [*5] 

G8: [*6] , [*7], [*8], [*9], [*10], [*11] 

Match level : 

l:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:CLASS 7:CLASS 8:CLASS 11:CLASS 
13:CLASS 

14:CLASS 15:CLASS 16:CLASS 17:CLASS 18:CLASS 22:CLASS 24:CLASS 25:CLASS 
26:CLASS 28:CLASS 

29:CLASS 31:CLASS 32:CLASS 33:CLASS 34:CLASS 35:CLASS 36:CLASS 41:CLASS 
42:CLASS 43:CLASS 

44:CLASS 45:CLASS 46:CLASS 48:Atom 49:Atom 50:Atom 51: Atom 52:Atom 53:CLASS 
54:CLASS 

55:CLASS 56:CLASS 57:CLASS 58:CLASS 59:CLASS 61: Atom 62:Atom 63:Atom 
64: Atom 65: Atom 

66:CLASS 67:CLASS 68:CLASS 69:CLASS 70:CLASS 71:CLASS 72:CLASS 73:Atom 
74: Atom 75: Atom 76: Atom 

77:Atom 78:CLASS 79:CLASS 80:CLASS 81:CLASS 82:CLASS 83:CLASS 84:CLASS 
85: Atom 86: Atom 

87:Atom 88:Atom 89:Atom 90:CLASS 91: CLASS 92:CLASS 93:CLASS 94:CLASS 
95:CLASS 96:CLASS 

98:Atom 99:Atom 100:Atom 101:Atom 102:Atom 103:CLASS 104:CLASS 105:CLASS 

106:CLASS 107:CLASS 

108:CLASS 109:CLASS 117:CLASS 



LI 4 STRUCTURE UPLOADED 

=> s 114 

SAMPLE SEARCH INITIATED 17:30:12 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 1406 TO ITERATE 



100.0% PROCESSED 1406 ITERATIONS 

SEARCH TIME: 0 0.00.01 



2 ANSWERS 



FULL FILE PROJECTIONS: ONLINE **COMPLETE** 
BATCH **COMPLETE** 
PROJECTED ITERATIONS: 25871 TO 30369 

PROJECTED ANSWERS: 2 TO 124 



L15 



2 SEA SSS SAM L14 



=> d 115 scan 

L15 2 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN Uridine, 5'-C-[3-[3-[ [2- (2-amino-l, 4, 5, 6-tetrahydro-4-pyrimidinyl ) -N- [ [ (1- 
carboxy-2-methylpropyl ) amino] car bony 1 ] glycy 1-3 -hydroxy leucyl ] amino ] propyl ] 
l-dodecyl-2 , 5-dioxo-4-imidazolidinyl ] -5 ' -O- [ 5-deoxy-5- 
[ [ (dodecylamino) carbonyl] amino] -2-O-methyl-p-D-r ibof uranosyl ] -, 
(5'R)- (9CI) 

MF C64 Hill N13 018 

Absolute stereochemistry. 
Currently available stereo shown. 



MeO OH 




*PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT*' 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1):1 

L15 2 ANSWERS REGISTRY COPYRIGHT 2010 ACS on STN 

IN D-Strept amine, 0-2 , 6-dideoxy-2 , 6 -bis [ [ ( 1 , 1-dirnethylethoxy ) car bony 1 ] amino] - 
p-L-idopyranosyl- ( l->3 ) -0-5-deoxy-5- [ [ l-oxo-4- ( 1- 
pyrenyl) butyl] amino] -p-D-ribof uranosyl- (l->5) -0- [2, 6-dideoxy- 
2 , 6 -bis [ [ ( 1 , 1-dimethylethoxy ) car bony 1] amino] -a-D-glucopyranosyl- 
( l->4 ) ] -2-deoxy-Nl , N3-bis [ ( 1 , 1-dimethylethoxy) carbonyl ] - 

MF C73 H109 N7 025 

Absolute stereochemistry. Rotation ( + ) . 

PAGE 1-A 




OH 



PAGE 1-B 



^OBu-t 



PAGE 2 -A 




0 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



ALL ANSWERS HAVE BEEN SCANNED 



=> s 114 sss full 

FULL SEARCH INITIATED 17:30:53 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 27792 TO ITERATE 



100.0% PROCESSED 27792 ITERATIONS 
SEARCH TIME: 0 0.00.01 



2 7 ANSWERS 



27 SEA SSS FUL L14 



=> file hcaplus 
COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
192.03 



TOTAL 
SESSION 
851.51 



DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



CA SUBSCRIBER PRICE 



SINCE FILE 
ENTRY 
0.00 



TOTAL 
SESSION 
-53.55 



FILE 'HCAPLUS' ENTERED AT 17:30:58 ON 26 OCT 2010 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2010 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 26 Oct 2010 VOL 153 ISS 18 

FILE LAST UPDATED: 25 Oct 2010 ( 2 0 1 0 1 025/ED) 

REVISED CLASS FIELDS (/NCL) LAST RELOADED: Aug 2010 

USPTO MANUAL OF CLASSIFICATIONS THESAURUS ISSUE DATE: Aug 2010 

HCAplus now includes complete International Patent Classification (IPC) 
reclassification data for the third quarter of 2010. 

CAS Information Use Policies apply and are available at: 

http : //www. cas . org/ legal /infopol icy . html 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> s 116 

L17 7 L16 



=> s 117 and (PY<2004 or AY<2004 or PRY<2004) 



24051845 PY<2004 

4836470 AY<2004 

4310700 PRY<2004 

L18 2 L17 AND (PY<2004 OR AY<2004 OR PRY<2004) 

=> d 118 1-2 ti abs bib hitstr 

L18 ANSWER 1 OF 2 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Preparation of novel nucleoside peptide antibiotics AA-896 

GI 




The invention relates to antibiotic compds . AA-896 of formula I [Rl = H, 

aryl, (C1-C20) -alkyl, aryl-CH2, alkyl-CO, alkyl-NHCO, or aryl-NHCO; R2 = 

H, alkyl, aryl-CH2, or alkyl-CO; R3 = OH (Rl = R2 *= H when R3 = OH) 

or R2R3 = CONR4, where R4 = alkyl or aryl] or their pharmaceutically 

acceptable salts. Thus, treatment of I (Rl = R2 = H, R3 = OH) with 

methanol with pyridine and 2 , 4-pentanedione overnight at room temperature and 

then 4-f luorophenyl isocyanate in DMF afforded I (Rl = H, R4 = 

4-f luorophenyl ) , which was assayed for antibacterial activity against a 

spectrum of Gram-pos. and Gram-neg. bacteria (MIC > 32 (if/mL). 

2002:832769 HCAPLUS <<LOGINID : : 20101026>> 

137:338138 

Preparation of novel nucleoside peptide antibiotics AA-896 

Lin, Yang-I.; Li, Zhong; Francisco, Gerardo DelaCruz; McDonald, Leonard 

Alexander 

American Cyanamid Company, USA 
PCT Int. Appl., 72 pp. 
CODEN: PIXXD2 
Patent 
English 
N . CNT 3 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2002085867 



Al 



W: AE, AG, AL, AM, AT, AU, 
CO, CR, CU, CZ, DE, DK. 



20021031 WO 2002-US13024 20020425 < 

AZ, BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, 

LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, OM, PH, 

PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TN, TR, TT, TZ, 

UA, UG, UZ, VN, YU, ZA, ZM, ZW 



RW: GH, GM, KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW, AT, BE, CH, 
CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, TR, 
BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 

AU 2002303468 Al 20021105 AU 2002-303468 20020425 <— 

US 20030054983 Al 20030320 US 2002-131939 20020425 <— 

US 6727232 B2 20040427 

US 20030087874 Al 20030508 US 2002-131938 20020425 <— 

US 6858591 B2 20050222 

US 20030104986 Al 20030605 US 2002-132005 20020425 <— 

US 6689763 B2 20040210 

US 20040116334 Al 20040617 US 2003-713881 20031114 <— 

US 7078195 B2 20060718 

PRAI US 2001-286297P P 20010425 < — 

US 2001-290140P P 20010510 <— 

US 2001-286401P P 20010425 < — 

US 2001-286402P P 20010425 < — 

US 2001-290139P P 20010510 < — 

US 2001-290156P P 20010510 < — 

US 2002-132005 A3 20020425 < — 

WO 2002-US13024 W 20020425 <— 

ASSIGNMENT HISTORY FOR US PATENT AVAILABLE IN LSUS DISPLAY FORMAT 
OS MARPAT 137:338138 

IT 474267-63-5P 474267-64-6P 474267-65-7P 
474267-66-8P 474267-67-9P 474267-68-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of novel nucleoside peptide antibiotics AA-896) 
RN 474267-63-5 HCAPLUS 

CN Uridine, 5 ' -C- [3- [3- [ [ 2- ( 2-amino-l , 4,5, 6-tetrahydro-4-pyr imidinyl ) -N- [ [ (1- 
carboxy-2-methylpropyl) amino] car bony 1 ] glycy 1-3 -hydroxy leucyl ] amino] propyl ] - 
l-octyl-2, 5-dioxo-4-imidazolidinyl] -5 1 -O- [ 5-deoxy-2-0-methyl-5- 
[[ (octylamino) carbonyl] amino] -p-D-ribof uranosyl ] -, (5'R)- (9CI) (CA 
INDEX NAME) 



LI 8 ANSWER 2 OF 2 HCAPLUS COPYRIGHT 2010 ACS on STN 

TI Muraymycins, novel peptidoglycan biosynthesis inhibitors: semisynthesis 

and SAR of Their derivatives 
AB Sixteen muraymycin derivs. were synthesized based on selective reactions 

of the primary and secondary amino groups of muraymycin CI with 

isocyanates and aldehydes. Disubstituted derivs. demonstrated no activity 

against either MraY or MurG at <100 ng/mL whereas mono 

substituted derivs. demonstrated good inhibitory activity, well correlated 
with the lipophilicity of the substituent introduced. In particular, the 
activity of derivs. substituted with C12H25 or CH2Ph was comparable to 
that of muraymycin CI in this assay. 

AN 2002:585102 HCAPLUS «LOGINID : : 20101026» 

DN 138:39489 

TI Muraymycins, novel peptidoglycan biosynthesis inhibitors: semisynthesis 

and SAR of Their derivatives 
AU Lin, Yang-I.; Li, Zhong; Francisco, Gerardo D.; McDonald, Leonard A. ; 

Davis, Rachel A.; Singh, Guy; Yang, Youjun; Mansour, Tarek S. 
CS Chemical Sciences and Infectious Diseases, Wyeth Research, Pearl River, 

NY, 10965, USA 

SO Bioorganic & Medicinal Chemistry Letters (2002), 12(17), 
2341-2344 

CODEN: BMCLE8 ; ISSN: 0960-894X 
PB Elsevier Science Ltd. 
DT Journal 
LA English 



OS CASREACT 138:39489 
IT 478409-90-4P 

RL: BSU (Biological study, unclassified); RCT (Reactant); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); RACT (Reactant 
or reagent) 

(preparation, MraY and MurG antimicrobial inhibitor evaluation of muraymycin 
derivs . ) 
RN 478409-90-4 HCAPLUS 
CN p-D-allo-Heptof uranuronic acid, 

6- [ [3- [ [2- (2-amino-l, 4,5, 6-tetrahydro-4-pyrimidinyl ) -N- [ [ [ ( IS ) - 1 -car boxy- 2- 
methylpropyl ] amino] carbonyl] glycyl- (3S) -3-hydroxy-L- 

leucyl ] amino] propyl ] [ (octyl amino) carbonyl] amino] -1 , 6-dideoxy-5-0- [ 5-deoxy- 
2-0-methyl-5- [ [ (octylamino) carbonyl] amino] -p-D-ribof uranosyl ] -1- (3,4- 
dihydro-2, 4-dioxo-l ( 2H) -pyrimidinyl ) -, (6E,)- (9CI) (CA INDEX NAME) 



